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Concentrating Hormone Receptor (MCHl) And 
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(57) Abstract: Compounds of general formula (I), salts of the same, 
or prodrugs thereof are useful as antagonists against melanin concen- 
trating hormone (MCH) wherein Ar" and Ar^ are each an optionally 
substituted aromatic group; P and Q are each a divalent aliphatic hy- 
drocarbon group which may contain ethereal oxygen or sulfur in the 
carbon chain and may be substituted; R^ and R^ are each (i) hydro- 
gen, (ii) acyl, or (iii) optionally substituted hydrocarbyl; R^ and R'* 
are each (i) hydrogen, (ii) optionally substituted alkyl, or (iii) option- 
ally substituted alkylcarbonyl; alternatively R* and R^ or R^ and R^ 
together with the nitrogen atom adjacent thereto may form a mono- 
cyclic or fused niu-ogenous heterocyclic group; and j is 0 or 1 . 
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(57) 



(0)j 




{ii)7i^)vm^rc\tci\i)mmm^mi^x\^^x^^^^mit7i^mm^. r^^^zs 
«R 3 i R ^ \mmt^^mm^tmzmnm^^vx\^^xh^^^m^^%i. 
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m m m 

MCHgifi^J 

5 mi^m 
10 ^nm^m 

\z-Dfjif}^^m^^^^^^o jfi^> -kmmmomtizm^ mmm±^mumm\z 

25 (DW^^ifi'^^^f^-'C^^^o f^ti'^-^%}^y:^yMM-^^)\^'^y (MCH) 

MCH / 7 ^ 7 h -7 X '^i B nnmt^lE'^'Vh ^\Zh-fy^t^t)'h'r.^%^'y7^t 
(Nature) > 396#, 670H. 1998^^] . Z.tlih0Ct^^(b. UCH^tn. 
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5 ffl^wr^^ 



R^*5d:lXR^«^n^'ni) -CO-RSfc«-CONH-R (RM^S^^ 

15 R^ tR^ $>^\^^UR^ tR'^itmmr^^mm^tmzmmm^mi^x 

0 - 8 1 6 6 5^i^^fC«> M I P - 1 a/RANTESlStrif^ffl 
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5 

10 ±^m^^'D^±ui\:'^^o)mmmrznx^^^o 

(0)j 

^ 1 P — N ^ , ..• 

A r \ Q _ N ^ ^ ,• 
15 R ■ 

n^n{[)7mj^.i^. {lOyi^jm^rzmwommm^^Lxi^^xh^^^mt 

20 7j<:^£^. R2:}3^D^-R^fi^n^'n(i)7K^l^T, (i i)gmS€:WLT^^Tt> 

d: 1/ i 7 ^ ( i i i ) s^a <^ ^ b T V i T =b (/ ^ 7 ;i/ ;u^x ^i^ ^ 

25 S)-&ViMMfC^^cn^*?^j:<. ^^^^I'fC'foffinfcMCHf^iai'^ffl^^L, 
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A r 



A r 




(0) 



N 



.R 



Q N 



R 2 43 J;z:;r ^ «^n^'n(i)7K^II^ / (I i) M^S^WLTV^Tfe J: t.i7Jl/+ 

iR 2 ^^vi«R ^ i:R ^ immr^mmm^f-t^zmmm^^Lxi^^x^^ 

C2] Ar ^43=tI>*Ar2*^^^n^*tl 

20 (b) Ci_3 7;!/4^l/>v^4^i/S. 
(c)-NaS, 

(e) ;n □ y ^ nx t/ ^) C , _ 6 7;1/^>'^S, 

( f ) /N □ ^* ^ nx v^T cfc c 3 _ 6 V ^ o 7 ;u=\^;i'a, 
25 (g)/Noy><t:^nxviXt)J:ViC,_67;m+>^S. 
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(i) t Kd4^->S. 

(k) t y - c 1 _ 6 7;i/=ir;u7 5 y 

5 (1) v-Ci_67;i/=^;i/7'sys, 

(m) A o y >{k $ nx ct i/^ c 1 _ 6 7; - :^ ;i-^^>'i'7 5 y 

(o)Any>j^^S;t«c^_67;i/=i=^>'-:^;i^4^->'i-S-eMm$nT</^T=b 

i: c , _ 6 7;i'=^;i'- :^ ^L'Ji^-^i^S^ 
10 (p)c,_5 7;u4^>'i^-;^f;w4^-;i^^4^->S, 

(t)Ci_67;n3=!rv-;ti;ufc;i'ST-gm$nTt.^Tt>J:(/^^y-c,_s7;i' 
(u) c 1 _ 6 7;m + V - :^ -^ii^S-es^ $ tlT t/ ^ T J: V i V - c J _ 5 7 ;u=^ 

(v)7s;1/a}^S, 

(w) c i_5 7;i/=^;i/x;u4^-;us, 

20 (x) Ci_s.7>'l/=^>'l';^>'I^7'i'->'l^S. 

(y) ±tE (a) b (x) ^Wilinh 1 ;^c{:(.^ b 4^(7)^^*^^ LTV^T =t 

(z) ±fB(a);^cj:V^ L (x) ii^ biitfn^ 1 L 4 jSI©M^S^W bTl^T t) 

(ab) ; N □ y >'( b e nr ^ T J: V i 5 Aj; 1/ i L 6 M cDii Pl^ - :^ ; , 

(ac) C 1 _ 6 7;U □ 4^ -> - * ;U4^::i>'l' 7 s y 

(ad) Cg_io7U-Jl/-;^;i'4^:i;i/7Sy*> 

(ae) C7_,67^JU^;i/:t^v-:^;U^H-;US*^b/S^I¥ (Aal¥) ■h'^<hm\tt\ 
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10 



15 



20 



25 



^ < :t ^ y s £ ?t y ST-a^^ nx v^T cfc 2 #0 c 1 _ 6 iigi^:^^ 
^^UR^t^^n^encoTKmrn'?-^ (ii)-co-R^. -conr^r 

^, -SO-.R^, -SOg-R^, -CONR^R^> -COO-R^. - ( 
C = S) O-R^, - (C = S) NR^R^. -SONR^R^. -SO^NR 

^R^, -so-o-R^*fctt-so2-o-R^ -es^9^n^7->;i/S [ 

^■t. R^[t (A) 7jc^i^^ ; (B) tJ)l.t^^'y)\^&; 
(C) (a)ADy>Mi^, 

b) C 1 _ 3 7 1/ > :^=^ vS. 

c) - hnS, 

d) i>7/S, 

e) A □ y >'( b ^ tlT ^ T t) J; ^ ^ C , _ e 7 

f ) /\ □ ^^-fb 5 nx I. ^ T =b cfc c 3 _ 6 -> ^ o 7 . 
:g)/No^'>'fb^nT(/iTt)^v^Ci_g7;u:n^->S. 

h) /\ □ y M b ^ nx T t> J; 1 _ 6 7;i'^;u5^:f 

j)7S/S, 

:k) y - c ^ _ 6 7 ;i'7 ^ y 

i) ':^-Ci_g7;u^;u75ys, 

:m) c , _ 6 7;i^4^;i/ - :^ ;u4^-;u7 5 y 

o) c,_6 7;u4^;u-:^;u#-;i'S, 
p)c,_6 7;i/=i^ju-*;u*-;i/^^>'S> 
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(r) c i_6t;i/=!4^->-;^j>'U^->'|^S^ 

5 (v)7>;U^S, 

(w)c,_6 7;u4^;i'X;u4^-;us, 
(x) c i_67;i/^;i'7.;U7'i' -ji/S> 

(y) miB (a) ^ i U (x) tO^ 6 iS § 1 /j: 1/ i b 4 fli (DS^S b T V i T ct V ^ 
(zz) ifitB(a) b (x) ^MUti^ 1 J'cCVvL 4l@cDEm«?:W LTV^T feci; t^^ 

15 (ab)x;i-y T^-f 

(ac) c 1 _ 6 7;un ^ - ^UfcJUT s y 

(ad) c^.i 6 7^;i/^;t'^=^->-;^;i/4^-^^7s ys, 

(ae) c 7 _ 1 g 7 ^ 

(af) c g_i 0^ 

20 (ag)Ci_6 7;i/^;L'-;ti;i/7j^-;i/:t^->S. 

(ah) c 6 _ 1 0 ^ 'J - ^ ;u4^-;i^7 5 y 

(ai) C o7 U-JU-^^JUA^-r Jl/S. 

(a j ) c , _ 1 6 7 ^ ;i/4^;u7 ^ytj ;u4^n;i/S, 

(ak) C^.i 67^;Wl/:*j;i'4^->'l'7^ yS*3ctD^ 
25 (al)C7_i67^;U=r;U;f=^'>-*>'l^4^->'l^^=^>"S;&^^>^^^ (Bap) 

S^^n^M^*^ 1 i^cfv^u 5 mtTt/^Tt)cfc(/^®c j_e7;i/^;us: ©c 

7'J-;!/SSfc«(Dc,_,6 7^;!/^;i-« ; 
(D) u)Aam^'^Mun^m^m. 
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(b) B a?l^^bii«'n^e^S^ 1 U^^L5m^LX\^^Xt,i:i^^(I)C,_,7)l 
^JVm. ®C,_,7)V'r-m. ®C,_,7)\^^:i)m^ (DC3_,->i/D7;U+ 

(c) :t^ys^5J:r/ 

(E) Ci_6 7;m+'>-:^>'U4^->'US^ ; 

JV^)Um. (2)C,.,7)V'rzL)Vm. (DCj.eT;!/^^^:;!/^. (i)C3_6'>^D7;U 
emS=^*L'TViT=b=};t.iCi_e7;i/=^;i'S^fcJi(iii) B af¥;O^^^^I|;0^ 

15 e>)i^^n^«^S^WbT(/^T'bci:ViCj_s7;u^;i/-,;^j>'i^^-^i^S^^L ; 

(i) ^ 

— N^T^ 

20 >0, >C = 0. >C. (W) -W^S/i^i>N-WT^t5$ne 

» (Wtt(a)7K^l^^, (b)B al¥^^b3itt'n§M^S^ iT^cCV^LSMLT 

viTt)j;i/^®c,_6 7;wus. ®c,_,7J\^'r-)m. ®c,_,7)i'^-jvm 
. @C3_6v^5'D7;wbS, (DC5_i,7U-;i-S^/tfi(B)c,_j67^;u4^;i' 

25 ^n^i^^n^::^^. ^miij;:zsmn7)^<bm\tnrzitji\^^L4m(D^7^nm'f-^ 

^ts5f^l^Ll Om.W.mmm^. W^«7K^II^. t FD4^vSSfc«Ci_fi 

7;u^;i/S^^t") , 

(ii) ^ 
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N B D 




5 #S^^f) S/c« 



1 ZRj^^m^ ; 
10 Xfi-CHj-, -CO-^fc«-CH (OH) ; 

m^^ihm^tn^m^m^^i^x^^xh^^^c,.,7)v^)m^ ; 

(b) C,_3 7;i/4^!/>>^:t^>'S, 
20 (d)v7yS. 

(e) A D '^r $ nr V i T J; V i c , _ 6 7 i/S . 

( f ) /\ □ '^r >'fl:$ nr t/^T t) cfc C 3 _ 6 □ 7 Jl/^r 

(g) /\ □ >{b $ tlT l/^T cfc 1 i C , _ 6 7 □ + i^S . 

(h) /\ >{b$ TIT l^T t) ct C 1 _ 6 7;1/^>'I/5^^S. 

25 (Dth'D + V'S, 



(iii) ^ 




(CH^) m 
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k)^y-Ci_67;i^+;u7ays, 
i)>^-Ci_67;wu7^ ys. 

p) C,_^7}V^)\^-:^)\^t-=-l^^^^>&^ 

r ) c 1 _ 6 7 3 
10 (s);^;uA^-r;i^S> 

t) ^ y - c 1 _ 6 7;^=^^;^;^>'l//^*^'1' 
\i)i^-c,_^7J\^^}iti)i/'^=e-()vm. . 

:w) Ci_6 7;u+;!/y^;u^-;i/S. 

15 ix)C ,_^7)V^)U7.)Vy^ =-)vm. 

y) ±IE (a) t^^^V (x) tS^ bS^^n^ 1 1^ b 4 j@ oofi^S ^ W b T (/^T i: V ^ 
C6_io7U-;i/S:tectD? 

(z ) ±bB (a) ^^cC V i L (x) 75^ e) jI ^i*n ^ 1 tS: i L 4 ii coa^a ^ # U T i T i; i 
C« ,„7U-;U:t^v»;0^b^§ll (All) ^^e>St^n§MmS^ l^cfV^LS 

5 ~ 1 0 

20 mLT(.^Tt>ctVi (i) Ce.,47U-;USS;ttt (ii) ^^Jl^iii.:?1'{C-gS 
■25 s^. 

R l^i:0;R^75^'^n^'tl(i)7K^J!^^, (ii)-CO-R^. -CONR^R 
-SO-R^, -SO^-R^. -CONR^R^. -COO-R^, - ( 
C=S) 0-R^Sfctt- (C = S) NR^R^Tab$nS7v-;US (^4" 
, R^f± (a) ymmi". (b) 



VVO 01/21169 



II 
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(c). (a)ADy>/I^. 

(b) C 1 _ 3 7;U^ 1/ > v^=\^ v-S.' 

(c) nhDS. 

(d) vT/S. 

5 (e)yNDy>'fk$nTViTfeJ;t/^C i_5 7;i^=r;L'S. 

( f ) A □ y nr i/^T J; c 3 _ g o 7;i/^;'/S> 

(g) /^ □ ^'Wk $ nx t/iT J: c 1 _ g 7;H3 4^ vS, 

(h) □ y >'ft $ nx T cfc V i c , _ s 7 ;i'4^;i/T-^S. 
10 (•j)7sys> 

(k) ^: / - C J . 6 7;i'^;i'7 5 7 

(1) v-c,.67;u4^;u7^ys, 

(m) C 1 _ s 7;i'^;U- ;^ >'l/^::i;U7 5 / S> 

(n)4^;i/a;us, 

(p) c i_g7;L'4=-;u-;^>'i'^— 

( r ) c 1 _ 6 7 ;i/ n ^ -> - ;u 4^ 

{s);^3;U/\*^<>'l/S> 

20 (t)^/-Ci_57;i/^;u:^;i/A'^:'r;us> 
(u) - c 1 _ g 7;u^JU:^i.;UA't-f ;u», 

(w) c ,_g7;u^;ux;i/7i^-;i/S, 
(x) Ci_67;u^;ux;i/7^-;i'S, 

(z)HilfS(a);^=£(/^b(x) ^bM^i*n§ 411 (DB^S^^LTV^T feet t/^ 

C 5 _ ^ 0 7 U vS^Dct U^' 

(zz) tfllB (a) U (x) 75^ b ilt^'no 1 /.tl/^ b 4 iScDgmS^W l^Tt/^T t) J: 
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5 (d) (a)AD^'>M^, 

(b) C 1 _ 3 7;U=^^ U>i^^^ '>S. 

(c) ^ho«, 

(e) (aa)AD'^*>J!^^, (hb) C ,_^7J]^^U>i^t^iym. (cc)-hDS, (dd) 
'ft:$nTt/^TfeJ:V^C3_s->^5'n7;i'^;i/«^ (gg)AP^*>'fk$nTl/^Tt)J: 

v^c. .7;m4^v'S, (hh)Ao^*>'fl:$nTViTt>ckViC 1 - 67;i'+;i'5^ 

1 — 5 

(ii)hHa:^i^», (jj)75/S, (kk)^ / -C i_5 7;i^^;i^7^ /S 

. (ll)>?-Cl_6 7;^+;^7 5ys. (min)c,_67;i^+;u-*>'u#->'^7S7S 

15 , (nn)Al^;i/5;i/S, {oo)C,_^7)l=^)l-tl)^-^^J\^^> (9P) C 7)1^)1 - 
t})l:ts:^Ji^^^iym. (qq) ;^3;L'#4^v;i/S, (tt) C ,_,7JV^^iy-tlJVt^=- 
)Vm> (ss);fj;wx^'f;i/S. (tt)^y-Cj_g7;u^;i/;^;wi^-rj!/S. (uu) 
>^-c j_6 7;u^;u*;w\'^-r;i/S. (vv)^.;!/^^*. (ww)c i_6 7;u^;u7.;!/^j^ 

(xx)Ci_6 7;U^;UX;W7^-;i'S> (yy)ifJt2(aa)/c5:t/iU(xx);6^bii 

(aa) tii^^ L (xx) i)^ ji«n^ 1 fcf t.^ b 4 iicT^S^S^^ b T V^T <k C ^ _ ^ 
0 7 U i>S*3ctr/(zzz) Mia (aa) fcC b (xx) ji^^tlS 1 T'cf L 4 i@ 

(Z) «mS ^ W b T V ^ T cfc V i 5 fct V i L 7 M^*^^^^ )^)c § ji ^i*n ^ g 

25 (f)ADy>'ft:$nTiiT=bckt/^C3_6'>^a7;i/^;u®. 

(g) /Nny>{b^nTt/^Tt)=tViCi_67;Hi^S/S> 

(h) A □ y >-fb$ nx i/^T t) d; c 1 _ 6 7;i/^;i^5'^*. 

(i) t Ko^^a, 
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(k) ^ y ^ c , _6 7;u4^;u7 s /S, 

(m) A □ y Mb $ nx (.^T t> ct t^^ c 1 _ 6 7 - ;^ >'i^^^>'i^7 ^ y 

(r) C 1 _ 6 7;i/ =1 ^ - ;^ >'l/^::^>'l'S, 

10 (i)^y -c,_^7)v^M)i/'s'e-()m. 
(u) V - c ,_6 7;L'^;u:^;1'/^'^^ ^ji^s. 

(v)7.;!/4^S, 

(w) c 1 _ 6 7;i^^;i';^ - 

(x) C,_^7)V^)V7.}Vy^=-)im. 

(y) Ml e ( a) V i L (x) b S n 5 1 /^cCl i L 4 ^ (7)e^S ^ L T i T t> V i 



15 



20 



25 



C,_,,7^J-)Vm^^XJ 

(z) ffllH (a) T^j: L (x) bjit^n-S 1 ;^ci:Vi b 4 ffi(Z)fi^S^^ bTl^T ^) J: 1/^ 

b ~ i U 

R''«7j<mM?^fcttCi_67;wus=£^-r) ^rc« 

(DC2_67Ji'^-;i/S, (Bc,_,7)\^^~)im. ®c,_,iy^u7)i^ 

© C g_ , 4 7 U - jl'S^fcttCDC , _ I e 7 ^^I'^^S?:, 

«'n-5 L T ^^T ct C ^ _ 6 7 ^l/^riU - ;Ua1^::^>'1'S L . 

R^tR^^fcfiR^iR^ *^'g||g-r^^^il^ otitic 
(i) ^ 
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N A V 



10 



15 



20 



m^. Vit^ >0. >C = 0. >C- (W) W^Sfc«>N-WT^ben§ 
®C^.^iy^u7)V^)Vm. (^C,_,^7')-}Vm^rc\t®CT_,,7y)V^)im 

(ii) ^ 

(iii) ^ 



/(CHpm- 



(CHpn 




(CH,)k 



Y 



Xtt-CH2-> -CO-^/c^j:-CH (OH) 

t!)^ b ii^'n^ g^S ^ W L T V^T t) d: C , _ 6 y;!^^;!/* . 

C4] Ar ^:feJ:t;Ar 2;^)t^n^'n(i)ADy>^^Sfc{iC,_67>iH]4-S/S 
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(i) ^ 

— N^Tj' 

15 VH*^ >0, >C (W^) -W'^TcltyN-'N' (W'«(a)7jc^0 

A □ y b ^ nx 1/ i T 'fo J: V i C 1 _ 5 7 ; ^ -> S;^)^ ^> ^ ^ H ;()^ e> ii n ^ 

2fli<^C5_,o7U-;l/S^#bTV^Tt)J:V^C^_8 7;i^=^^;i^Stfcfi (d) tf 
20 U vJUS^^L. W^MiTK^il^, t: Ha^'>a^^c«C,_6 7;i'^;US^^ 



(ii) ^ 




C,_,7)ln^iym^^UC^_^7)l^)\^-ti)ltsr.)Um^^ibl^^mf)^^M 
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(i i i) ^ 




(ii) S; -CO-R^ (Rnj(a)7K^l^^, ib) ti (c)Ci_67;i^ 

15 s<^^-r) T^tD^n^s, 

(iii) iC -CO-Alko-R° [A 1 ko«t: Ko^^-S^^LTt^^Tfect 
V^Ci_67;U=^I/>S^, Rni(a)An^'>M^. AD^'Mb^tlTt.iT'bct 

20 ViTfcJ::ViC6_i47U-;ua, (b)C6-io7U->'l/^4^>^S> (c)^mil^ii^^ 

^-a^T^ 5 7'j:ViL.6*0^#:^ii^^S, (d) C i_67Jl-+;U-:^;i'4^-;i/S 
, {e)tJ)\^t^^iyJim. {i)C,.,7)ln:ir:y-tiJV^^-Jm. (g)C,_^7Jl^ 

;u*5cfc6^Ci_57;i/^;i/-;f3;i/^->iu;0^bfi^§il^^b3itin^g^S^ i 

25 L21@WLTViTt)=fc(.i7 5yS. (h) t K v^WLTI/^Tfc J;^^^ 5 t^cV^ U 
7m.(Dmmmm. i\)C,.,^7y}l^)V-t^i^m. (j)C6_,o7U-;i/-;^7;Uj}^ 

-;i'S^fctt(k) c i_67;u=^^;L'-;^>'L'/j^:^;u^^^i^S<&^T] x-mt^^n^m 



wo 01/21169 
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(iv)^ 



— CO — Qa 



< 



N — 



(Qa«^- (CH2) s- is\tltJi^^LS(Dm^^^-t) ^Tzit- (CHj 

5 ) t-cH= (titor^i^^Czom^^^t) x^t>-^n^^^^ R'^tymw. 

(v)^ 



rh^^^c,.^7J\^^)V&. (c)c,_6 7;u.n4^i>-:^;i/A}^-;i/», (d)^ -c 

15 -co- (CH2) t'-R' iTHtlU^^L3<Dm^^. R'itC,.,7)l3^ 

C6-i47U-;i/S^^-r) ^^t) TS^^nss, 
20 (vi)^ -cooR^ (Rn^/Nny>'ft:$nT^^Tt)J:</^c,_67;t'^^;i/S^ 



(viii)^ -CONRii-R'2 (Rii«7K^i^^±:^cfiCi_57;i/^;i/S^, 




(v i i ) ^ 
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' ^ 13 



— CON H 




N— R 



(R'^tia.) Ti^mm^ . (b) fc: H □ ^ ->43 cfc C 1 _ 5 7 n ^ -> - 
10 e>i5g-SSI;5>^e>ii«n^M^»^WUTfeJ:t/^Ci_67;i/^Jl/«, (c)C7_i67^ 

b3iJi'n^ams*WbTt.iTfej;ViCi_67;i/^;u-;^;i/#-;i/*s/i« 

15 (x)^ 

CONH— ^N— r'" 



20 



(xi)^ 

— CO N F ) 

. R'^tT^mm^. c,_67;u^^v-;^;u^^;u75yssfc«Any>'fb 



25 (xii)^ 
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10 



15 



20 



/ \ IS 
— CO— N N-R 



ii^^n -5 g^S^WL'Tt/^Ttjcfc^^Ci. 6 7;u^;i'S> (b)7t^;i/5;L'S, (c)Ci 

(xiii) ^ -so2-R^' CR''m\) 5u\^^L6moummm^^i^r\^^xt> 

(xiv) 1 T^V^L 3{®OAny>J[^^Sfc«C i_g7;i/3^v^^WLTViT=fo 
ci;ViC7_i6 7^;.I/4^;i'S, 

n-S 1 fj: i L 3 CD ^ X □ ^-a tf 5 ^ « 6 M coli^^STB^ $ C 

i_6 7;u^;i/S. 

(xvi)xt 

R' 

1 



.24 



•co> 



[R 2 ^«7X^iS^^rc^iC7_i67^;u^;u:t^->-^>'i-^-^i'S5r^l:] t- 

(xvii)^ 



,25 



CO 




\\ // 



25 



(xviii)^ -Cd-A 1 k-NR 
8 



2 7 



-CO-Al k,-0-Al k 



wo 01/21169 
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20 



(xix) ^ -CO-A 1 kj-NR^ 7-cO-A 1 ka-R^ ^ 

[Ai k3, A 1 k.^^xsR^ htmmtmMm^ ; R^^itmmm^^n^ 

(xx) ^ -co- A 1 k-NR^ ^-CO-A Ikg-NR^^-Alkg-R 
3 1 

[A 1 k, r2 A I k2, A 1 k,\mtztmMm^ : R^^^timmT-. 

(xxi) ^ -CO-Alk-NR2 7-co-Al k2-NR22_co-0- 
A 1 kg-R ^ ^ 

[A Ik, R^^, Alk2, Al ka^Bctt/R^ ^ mmtmMm^ : R ^ 2« 

20 mBR^'^ tmMm^Tikr] xm^t\^&; 

(xxii) iC -CO-A 1 k-CO-NR^ '^-A 1 kg-R^ ^ 

[A 1 k, r2 A 1 k2:fcj;afR^ ^ \tmf&tmMm^^r] xmi^n^m 

(xxiii) ^ -CO-Alk-O-CO-O-Alkg-R^^ 

25 [A 1 k, A I k^^^UR^ ^«fijie<h|5lice^^1-] T^^n^S^^L ; 

R'-f)^7mM^^rzitc,_s7)i^)\^^'&^i' ; 

-18 



V-0 



wo 01/21169 
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21 



T t) cfc l/i C 7 _ 1 6 ^ ^>'^=^''^SSfc « (i i i) C 1 _ 6 7;H] =^ -> LT T t) cfc 

R^^HDjmm'?'^ (ii)Cl_67;^=^>|^»^fc«(iii)C7_l67^^^+^^s^ 

10 (i) ^ 



m^^ y'it^ >o, >c- (w^) w'^rc\t>N-w' (Y^'itia)7^mm 

(b)/\o^*>ig^, /\Dy>'if^nx^^Xh^^^C^_^7}l^)mii^ZS 
Xi^^Xh^^^C ,_^7)\^^)Vm^fikL. W^Hj:7lc^J^^^;^c(it Fa^v-S?: 



. Ci_57;ni+'>S*3J;0^'Ci_67;!/4=^>'U-;^j;u^^>'i/S^^^>^^?|ji'^'^)ji^^ 




(li) ^ 



20 




■ 25 (ili) ^ 
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c 



■Y- 




5 >ii>^^. X'{t-CH,-^rc\t-CO-^. YHi-CH^-^fcfi-O- 
R ^;()ni)7K*i^-?. (ii)^ -CO-R' ( R = (a) 7K*iM^ . (b) ;^;i'7j^=l^'> 

(c)c,.^7)V^)m. (d)7;m=^'>^WLT(/^Tfc=b<> ^>-ti>^ 

IS^ U fc C s _ 7 V ^ D 7 ;i/^;U« t « (e) ^^MTU^^ tC^^HT. M^i^ 

(iii)^ -CO- (CHj) r^-R* ii '\tltii^^L 3 (Dm^^^ R^iCa) 
/\Dy>J!i^, Aoy>'fl::$nTt.iTfecI:ViCi.67;U^;U. nhP. C,.^7 

15 ®(DMMS^^LTViTt)J:ViC6_i47U-;US, (b) C 6_i47 U -JU^+-> 

S, (g)Ci_67Ji/^;u*3cto^Ci_67;i-^;i/-;^'>'i/4^*->'i/:«'^bi7]c-&p^^bMt^ 



(Q\t^- (CH2) s- (s«l7'cJ:ViL3<7)S^$^-r) (CHj) 
25 t-CH= ( t «0 7it.ib2(7)!i^^^T) TS^D$n-&S€:« R'«7K^J!I^ 



(iv)^ 




N— R 



wo 01/21169 



23 



PCT/JPOO/06376 



(v)^- 



— CO 



N — R 



(e)^ -co- (CH2) r^-R"* ( r ^tltSi^^V 3 (D^^^^ R^^C^.g 
(vi)^ -COOR' (RniAO^*>'fb^nT!.>Tt)ck<.iCi_57;U=^;L'S^£: 

15 ^t") -eatD$n>5S. 



(Ri°fS7K^M^. Ci_57;i'n:^'>-:^j;u7}?-;i/S, ^/xiti^-c,_^7jv, 

(viii)^ -CONR^^-R^' (R^Hi7K^JI^^/i«Ci_67;i/^;US^, 
R'2fi(a) tHn + v, (b)7^y> (c)t 7 C i_67;i/4^;U-7^ 7 

, (d)Ci_57;u4^;u-;^j;u4?->'k (e)Ci_6 7;m=^v^-;^>'U4^->'U. (f)Ci 



(vii)^ 




(ix)^ 
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CONH 



N — R 



13 



_ g 7;p =1 ^ V - ^ ^i'^ ->'i' ^ w u T 1/ ^ T J: c 1 _ 5 7 - ;i/ A'^ ^ ;i/ 



10 (RiMiCi_67;i/4^;i/S*fc«C7-i6 7^>'i^^;i/*^7KT) Tat)$n^ 



15 ns7K^i^^, Ci_67;m*v-;^7;i'^-;i/75yss^c«ADy>'fb$nT 

(xii)^ 

— CO— n'^ ^N— r'" 



20 ii^^n'&ems^wuTViTfcci;i/iCi_67;i<^;i/». (b)4^;u^;us. (oc^ 

(xiii)^ -SOj-R^' (R^Mi(i) 5 T^CV^ L 6 S^-^g^^S^r^ LTV^T 
25 =b^t/iCi.6 7;i'4^;US, (ii)C2_67;Uy^^l^*S;ttt(iii)Ci.e7Jl/^;!/ 



(x)^ 



— CONH — N 




N— R 



(xi)^ 
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10 



15 



,R'° 



J8 



N 

C9] R^^^^R^;^^^«T'5^^1M^<t#^}C 



(i) ^ 





V \ 





20 



. /Nny>'fb$nTi/^Tt)ctViCi_67;i'=^>'l'»^;t«Ci_67;U::^->S^. 

J _ ^ 7;m =^ q ' «7]cmi^^ * fcfi 1 T^ct 1 2 1@© c 6 _ 1 0 7 u -;us^ 
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(ii) ^. 




— N 



o 



o 



00 




5 rmt^-^n^m^. D'mitc,_,7)\^^)vm. c,_,7Jvo^'^&ii<i:Uc,_ 

6 

(iii) ^ 



10 (^^-^ E'm'itc ,_,7)i^uy:^^^>'&. -hum. C,_,7)ln^i^m 

>if>^^, XMt-CH2-^;^c^i-CO-?£:> YH$- CH2 -^Acf^-O- 

15 ci 0 ] it'^m^^ 



->-;^;uxi<-;k Ci_67;m=^r>'-;^;u^->'t'7^y43ci;t;c7-i6:^^>'i^^ 
20 ;i.;t^'>-:^;i-^-;U7^y;6^6fi)c^pj5^b3iJ^n^SmS^Wl>T!/^T=b=t 
t.iCi_67;U^>'US. (y)'v:y-X<>t'y-C,.,7)V^)l7^ymtrz\t{[y)C, 





19 
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S^:X2«CH. C-OH^fcitN^ ;Y^t7mm^. /\n^^>B.^. J\o 

5 c 1 n it-^m^^ 




Ci5:4^. R2oti(i)7Kmi!l^*fefi(ii)Ci_67;n]+->-*;i/^-;i/75y*3 

C 1 2 ] {b^t/TS^*^ 

3 22 

Q — NH-R 





20 ^^^1") •vm-^n^'B^mmmmM'^^ 
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R^^ti\)7mJM^. (ii)C7_i57^;U+;US^ (iii)4^;i'$>iU«, (iv)C,_6 
7)l^)U-tl)\^^^=-)im. (v)C,_6 7JU^JU^WUT(.^Tt)J;ViC6_i47'J- 

[133 -fk^W 

3, 4->>"t HP- 6 h=^'>- 1 ' - (5-75/-4. 4-v?:7x^ 
10 XtfD C:i-7^1/>-2 (IH) , 2' -kf^U>^» ^fc^i^ 

1_ (;5_7^y_4_ (4-^ N^v7x-;i/) - 4 - 7 x - ;U^>5^;U 

] - 4-7x-;Ufc:^U >^>S:^ctt^(^:^. 

1- C5-7ay-4, 4-lf7« (4-^^D0 7xr:;U) ^>^;i/] -4- 
15 (4 -7;U^0 7x-;l/) k!^5-:/>^fc«^(D:^, 

3, 4-i^t HD- 6 h^'>- 1 ' - (6-757-4, 4-i^7x- 

;^y\^,>;^) ;^ p C:^7^1/>-2 ( 1 H) , 2' -tf^U>^>] ^Tzit^ 

3, 4-vt::FD-6, 7-v^h=^'>-l' - (7-7$/-4, 4-v 
20 7xzl;^-^y^;^) Xtfn C::h7i5^1/>- 2 (IH) , 2' -t°^Ui^>0 S 

4, 4-v7x-;i'- 5 -7t>;i/5;u7= /- 1 - (4 -7x-;ue^U 

1- [4- (4-7;l/:^0 7x-;i/) t°^^ v>- 1 -5-7ts;U5 
25 ;U75y-4. 4->?7x-;i/^>^5'>^fctt^(Di^ (^J, 2^^^) , 

4, 4-x7x-;U-l- (4 -7x:n;Ut:^^v>- 1 --<;!/) -5 - ( 

4, 4-v?7x-;U-l- (4- (2-^h^v7x:i;i/) h'^^v>- 1 
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4- {A-^uuy -5-4^>'l^^>'l^75y-4-7xr:;U-l - ( 
4- (4-^oo7x— ;U) -5-3i^;i'^>'U7^/-4-7xr:;i'- 1 - ( 

5 , 

4- (4-i^nD7x-;i/) -1- C4- (4-7;l/:tD7x-;U) tf'^^ 
c;>- 1 jP] - 5 -7j^;Ua;U7^y - 4 -7x-;i/'^>iS'>SfeJi-?-0:^ 

4- (4-^oD7x-;i') -1- C4- (v7x-;i'/5";i/) if^^v> 

,Q _i — c;i,] -5-:ij^;U5;i/7^y-4-7x— ;U^>^>t^fi^CDM> 

5_4^;^5;^7^y_4_ ( 4 _ i.:^5/7 x -4-7xr:;^-l- 

4. 4-b*7. (4-^oa7x-;i/) -1- C4- (4 -7;i/:tD7x^;U 

) kf^7x>-i — r;i'] -5 - (7Jn;p5;1/7^ /) ^y^^y^fc^t^oi^ ( 

15 ^J, 2^^:^) > 

1-1:4- (4-7;u:ta7x-;u) if^^-:/>- 1 --r;!/] -6-4^;i'5 

1- C4- (4-7;i/^P7x->iu) tr^-7v>- 1 --r^iw -6-4^;us 
;^y?y_4^ 4 -':/7x3i;i/^^+f->^;t«-€-c^Ji[ (^J^ 2iti?^) , 

20 4, 4 -v7x-;i/-l- (4-7x-;i/tf<U vV] -6- {hy)V7% 
5_ [4_ (4-^nD7x-;i') -4-t: HD + vt'^U vV] -1-4^ 

;i/s;i/7^y- 2, 2 -5/*7x-;U'^>^>S7t^i'eoig (fJ. i^i?^) . 

5- [4- (4-7;i/:tD7x-;i/) h:^^i^>- 1 --1";^ -i-xi^^us 

25 ;b7^y-2, 2 -v7x-;U^>:$'>SAc«^Oi^ (^J, 2^^^). 

l-^;P5;i/75/-5- (4-t:HD^->-4-7x-;Hf^'J->V) - 

2, 2 ->^7x-;i/^>iJ'>Sfctt^C0^ ^^^) > 
5- [4- (4- K'J7;U^o/5";i/7x-;U) -4-h: Ho^ve^'Jv^ 

y] - 1 -7^^;^5;^75y- 2, 2 -v7x-;^^>^>^/l^^^co^ (^j. 
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5- [4- [3, 5-t*X (h^Jy)l^o;f^^)l) 7x-;U] - 4 - 1 H □ 

5 5_ [4_ (3, 5-i;/7DD7x-;U) - 4 - t KD=^-'>tf^U ] - 
) > 

5- [4- (4-^ao7x^;U) -1. 2. 3. 6 -x h ^ t H □ fcf U v 

- 1 -z}s;ua;i.75y-2, 2 -v7x:i;u^>^>^fc«^ 

10 (^J. , 

l-^s)l^J[.7^y-2, 2-v7xZ:;U-5- (4 -7xn;Hf 

5- [4- (4-^:7Pn7xr.;i/) kf^Ui^/] -l-t^JU^)i^72.y-2 

15 7- [4- (4-^nn7xii;i/) - 4 -b Ho=^->tf^U ->V] -1-4^ 

;us;u75y-4, 4-v7xii;i/^7'i57>^fc^t^coi^ (fil. ^ 

5_ [4_ (4-7;i.^0 7x:i;U) -4-t:FD=^vtf^Ui^y] -1- 

7^^;^$;^7sy- 2, 2 -v7xz:;u^>^>^fc«-^oi^ (^fil. ^^^) > 
1 -At^;u$;u75y-5- C4-hKn=^v-4- (4-/ h+v7x-;i/ 

20 ) ti^Uv/] -2. 2 -v7x-;U^>37>.Sfefi-^CDJl (^J> ^^^^ > 
1 _^;^5;i,75y_5- [4-kHD=^^->-4- (2-tfU>';U) hf^'J 
c;y] _2, 2-v7x-;i/^>i$^>*fc«^C0i^ (^"1. 2-^^:^) , 

1 -7-fe5=-;L'75 y - 5 - [4- (4-^PCi7x~;U) -4-t:HP^'> 
e^'Jv/] -2, 2 -v7x-;i/^>^>Sfc«^©:^ (^J, ^i^^) . 
25 1 -7-feh7-fe5^;i/7a/-5- [4- (4-^'DD7x-;!/) - 4 - t H 
□ ^^f/kT'^'j vV] -2. 2 -v7x-;l/^>^>*;t(i^<Dit 
) , 

N- [5- [4- (4-7Dn7x-;U) - 4 - t F □^i^tf'^U ] - 
2, 2 -v7x-;i/'^>^;U] 7.^iy>72.\^mx^)U^rz',t^(Di^ m. ^ 
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N- [5- [4- (4-^D07xr;i/) -4- 1 Ho^vtf^Ui^y] - 

1- [5- [4- i4--i7nnyx.:z)V) - 4 - 1: Hn^vlf^U vV] - 
5 2, 2->^7x-;i/^>^;i/] - 3-x5^;U':7i/7*;^c«^cD^g« 

N- [5- [4- .(4-^DD7x:i;W -4-t: HD + ->tf^U vy] - 

2, 2 --:^7x-;u^>5=-;u] ^i$'>x;i^4^>7a H^;^^^©^ (fil. 

7x-;i/ N- [5- [4- (4-^P07x-;L') -4-tKD^>'t°^ 
10 Uv^y] -2, 2 - v7x-;i/^>5^;U] ;^;i/Ay- hS/ctt^ro:^, 

1 -7-t:5^;i.7$y- 5 - [4- (4 -^on7x-;i/) -4-k:KD4^-> 
t°^UvV] -2-7xz:;U-2- (2-lfUv;U) >^fcfi^(D:^ ( 

N- [5- [4- (4-iJ7pa7xii;i/) -4-t: Hn^vkf^U vy] - 

15 2, 2->^^7xii;u^>5^;n :t^-^^mx.9-ju^rz\t't<Dm (M. 
) > 

N- [5- [4- (4-iJ7on7x-;i/) -4-1:: FD^i-tf'^U vy] - 

2, 2 ->^7x-;U'^>5';H TD^^ H^x5^;u^fc«^cD^^ 

) , 

20 N- [5- [4- (4-^PP7x-;i/) - 4 - t K P^^vt:^ U vyO - 

2, 2 ->?7x-;u^>?-;H i^'jUiJ'S h'^x5^;i/Src«^c^^. 
^>>';i/ 2-((2.2-v7xx;i/-5-(4-7xx;i/if^u vy)^>5^;u)7ay 

tert-7*5=-;U 2-((2.2-i/7xx;W5-(4-7xx;Wt:°^U':/y)^>5^;P)75 
25 y)-2-:d-=lrVX^;i/;fj;i//N'p^- h^fc^i^oi^. 

4, 4-i^7xXjl/-7-(4-7xX;l/hf^U->V)^7'5^;i-7^ >^fclJ-?-C7)±^ (fij 

N- (4, 4- V 7 X x;i/-7- (4-7 x x;i/tf ^ U y ) ^5^;!/) -4-p^ >-tf > 
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N-(4.4-v7x-jl/-7-(4-7x->l|/tf^'J>^/)^7'5=->)l/) 711^5 Ft^c« 
N-^ > i^^-N- (4, 4- V 7 X i:;i'-7- (4- 7 x b'^ U ) ^ 7°5^; W 7 ^ > 
5 N-(4,4-v7x-;U-7-(4-7x-;Utf^U ->V)^7°5^;U)-N-(3-pC h^'y^ 
N-(4,4->'7x-;i/-7-(4-7x-;Hf^'J vy)^y5^>'W-N-(2-;< h4^->-^ 
N-(4,4-v7x-;i/-7-(4-7x-;Utf^U vy)^7'5^;i/) -N-(2-7;i/:tO'^ 

10 >i^M7 5.>^rc\t^(Dm. zmmm.) > 

N-(4, 4- v7 x-;i/-7- (4-7 X tf 'J vV) ^7'^;i/) -2-5^^7 X >*;i/ 
N-(4, 4- v7 x;i;i'-7- (4-7 x-;Hf ^ U ) ^7'5^>'U) -2-7 x -;U7-tl^ 

15 N- (4. 4- 7 X - ;i/-7- (4- 7 X - ;u tf ^ U / ) ^ u) -n- (2-5^x - p< 

N-^ > >^;i/-N- (4, 4- V 7 X -;i/-7- (4- 7 X - jUtf ^ U V y ) ^ 7°^; W -N- 
20 ^tSm©^J. 
Cl 7) ^ 



•25 i^^. R23{iAay>J^^, Ci_6 7;i/:3^S/^cfcU:c,_6 7;i/+;U;<)^&^^ 



Y 



26 



23 




(la) 
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H, C-OH^rz\tN^ lY^tymm^, /\u^'>m^-^rz\tC ,.,7 A^:^ 

5 ^)um^rc\tAay>it^nx\r^xh^i^^c,.,7)i^=i^'y&^^r) xmt) 

7 5/)-2-:t^yx5^;i/;^7;i/A'^-h 

3-^DO^>>?;i/ 2-((2,2-i^-7xii;U-5-(4-7x:::;Kf^U vV)-^>5";l/) 
^>vJl/ 2-(N-(2,2-v7xli;U-5-(4-7x-;Hf-^U>>V)-^>^>'l^)-N-^^ 

15 ;i/7^y)-2-^=l^yx5";i/:^;UA'p^-h (^»y7 5) ^Tzit'to)^. 
^ > v;^ 2- ( (5- (4- (3-7;i^^ □ 7 x x;i/) t: ^ u v y ) -2. 2- v 7 x 
)i)7^y)-2-^^y:r.^)\^tiJw^:^-h i^mm d) ^rz\t't(Dm.. 

^>i^)l 2-((5-(4-(2-7;L'^D7xX;i/)tf^Ui^y)-2.2-v7xX;P^>5" 

;i/)75y)-2-^^yx5^;i/;^j;i/A;<-h (^SSfO??) ^rz\t^<D^. 
20 ^vv;!/ 2-((5-(4-(2-p^ h:^->7xx;u) tf^'Jv^y)-2,2-v7xx;^^->T• 
;^)75y)-2-:^-=^vx5^;^;^3;w^'^-h mmmso) ^rz\t^(D^. ^rz\t 
3- □ o ^ > >?;i/ 2- ( (2, 2- ex (4-^ o □ 7 X x;i/) -5- (4- 7 X x;u U 
y)'^>^;i/)75y)-2-:t4^vx5^;i/;^7;uA^-h (^»Ji0 3) ^T^c^i^ 

25 C2 0] ^ 
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10 



15 



20 



R23-COOH 
[2 1] ^ 




NR^-CO-CHj-NHj 



-N 



[2 23 m [173 mBm.<Di\:'t!^^^^i^rr<ihmms 

[2 33 ^ 

/Q^ — NR^^-CO-A I kj-NR^-CO-A I kj-R^ 



(lb) 



[j^*, R^^^^zSR^'^\t. m-^rz\mt^-DX. ymm^^tzitc,., 
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[24] A\k,ii^UAik3^m-^rzi,mu-DX. ^rcit/\no-' 

^, Ci_67;i/4^>'U, th'D^i/, Ci_e7;m=^->*3j;U:C6-io7U-;U;5^ 
e> ^ ^ P 75^ ^ ii J ^ n -5 S ^ S ^ W L. T V ^ T J: i ® C 6 _ 1 0 ^ - ^ S * ^ i 

[2 5] r2 9^?g^^^;^L.xt.^Tfei;'vw>H-;u-2— i';UT*^m [ 

2 3] m^fz^t^ [2 4] JSIBtfe(D^b'&tJ> 

[2 6] R^^m\U^^ym^. Ci_6 7;i'4^;k Ci_6 7;i/34^->:fe.fc?^'^h f 
15 D^v^d^bM^n-g. 1 ^fcJi2i@(Dg^S^^UTViTt)J;VW > 2 

[2 3] ^^fc«^ [2 4] mmmoit^!^. 

[2 7] N-(2-((2,2-S^7x-;i/-5-(4-:7xr.;l/t:^U v/)^>5";p)7ay 
)_2-:t=^yxx;W<>H-;i/-2-;f3;W4^^-tJ-^ F (^»H4) ^fc^^OJg 

20 N-(2-{(2,2-v7x-;i^-5-(4-7xr:;Utf^'J vy)^>5^;U)75/)-2-:t^^ 

yx5^;i/)-i-p^5^;u-f >H-;u-2-;ti;u:!i^^ti-5 F (^WJ4 5) ^rc}d:^o^ 

5-^DD-N-(2-((2,2->'7x-;U-5-(4-7xii;i/t:^'J vV)^>5^;i/)7 5 

N- (2- ( (2, 2- t*X (4-iJ7 O D 7 X - -5- (4-7 X - ;!/ ti^ U vV ) ^ >5^;W 7 
^y)_2-;^-4iVX5";U)-r >F-;U-2-:^;i/4^^-t)-5 F (ll»J104) ^fzU 

N- (2- ( (2, 2- 1: X (4-^7 □ □ 7 X x; W -5- (4- 7 X x;Hf ^ U V y ) ^ >^>'l/) 7 
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N-(2- ((2. 2- tiT. (4-^ □ □ 7 X -5- (4-7 x " ;i'h°^ U 7 
^y)_2-;^:^yx5^Jt/)-l-p<5^;K>H-;!/-2-*;Uxt^+-ti-5 K (^M^^"!) 1 0 6 

5 ) ^rz\t^(D^. 

N-(2-((2, 2-ti7> (i-^ □ □ 7x^;U)-5-(4-7x-;i/t:^U vy )^>5^;U) 7 
^y)_2-;f^VX^;U)-5-7;l':^0<>K-;i/-2-;^j;i/7}^4^1t^ H (^SS^lll o 

7) ^rz\t^(D^. 

N- (2- ( (2, 2- 1: X (4-^^ a D 7 X - -5- (4- 7 X - ;U U v'V ) ^ >5^; W 7 

10 5 y)-2-;f=^vx5^;w-5-/ w > F-;u-2-:^;i/4^4^it^ H (^MFd i o 

8) ^^c^i^O:^. 

N- (2- ( (2. 2-tfx (4-^5' □ □ 7 X -5- (4-7 x - U ) ^y^M 7 
5y)_2-;^-^yx^;U)-5-tiHo^->-r>F-;u-2-:^;i/4^^^1f5 H C^M^^Ji 

0 9) ^fzlt'tO)^. 

15 N- (2- ( (5- (4- (2- 7 O 7 X " tl < U v / ) -2, 2- v 7 x - jl-^ >5^;W 7 

5y)-2-pj-+vx5^;w-r>F-;u-2-:^;i'4^^t)-a H (llMiis) -^tz^t 

N-(2-((5-(4-(2-7;i/:ro7xX;i/) tf^U vy)-2, 2-v7 xX;U^>^;W 7 

$y)-2-^^rVx5^;L')-i-^5^;i/-r >K-;i/-2-;ti;u4^^ir5 H («f!]i i 6 
20 ) ^rzu^(Dm.. 

5-^oD-N-(2-((5-(4-(2-7;i/^D7xx;i/) tf^u >?y)-2, 2-v7xX;U^ 
>T•J^)7s/)-2-^4^yx5^;^)-l-y5^;^'r>^'-;^-2-;^;^3i-^=^it^ H (^ 
mm 1 17) ^fc«^oJ^. 

5-7on-N-(2-((5-(4-(2-7;i/:tn7xx;i/) ti^U xy)-2,2--:^7xx;u^ 
25 >^JU)7Sy)-2-:t^yx5=-Jl/)^> K-;i/-2-:^JU7t^^Fli-5 H (^MfU 1 8 
) ^Tzit^O)^. 

N-(2-((2,2-t:X(4-^nn-7xx;U)-5-(4-(2-7;U^D7xx;u) e^U f/y 
)^>^>il/)7S y)-2-;r=rVX^;i/)-5-7;U^n< > F-;i/-2-;^j;U:j^^-»t5 

F (iiss^^yi 2 0) ^fctt^©^. 
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N- (2- (.(2, 2- fx (4-^ n n 7 x:i;i/) -5- (4- (2-7;u^o 7 x-^U) U -^y 
)^>^;i/)7 = y)-2-;?-^yx5^;i/)-5-p< h=^v< > K-;i/-2-;^;u4^^its 

N-(2-((2,2-t'X(4-i7aD7xi:;U)-5-(4-(2-7;U^0 7xr:;i/) tf^Uv^y 

5 )^>^;i/)75/)-2-^=l^yx5^;u)<>H-;i^-2-;^j;i'4^4^ita F (^Jg««Ji 
2 2) ^7t(j:^coil> 

N - (2- ( (2, 2- h: X (4- 7 ;L'^ □ 7 x - -5- (4- 7 x tf ^ U vV ) ^ >5^;i/) 

7^y)-2-:t4^yx5^;i/)^>H-;i/-2-;^?;i/3^=^^tf-5 h* (II»J12 4) 

10 N - (2- ( (2 , 2- If X (4- 7 o 7 X x;u) -5- (4- 7 X x;u e ^ u y ) ^ > 
75y)-2-^4^vx5^;i/)-5-^i'Do<> H-JU-2-:^;i/7}^'^r-y-5 F (^mmi 2 

5) 

N- (2- ( (2, 2- 1: X (4-7 O 7 x x;W -5- (4- (2-p^ N ^ -> 7 x XjU) If ^ U v 

/)^>5^;u)75y)-2-:t=irVx5^;L')-r>H->'i/-2-;i7;uz}^4^it5 H mmm 

15 12 7) 

N-(2-((2,2-t*X(4-7;i/:^n7xX;i/)-5-(4-(2-/ h4^->7xX;W tl^'Ji^ 

/) '^>5';i/) 75 y )-2-:t+y x5";!/)-5-^ d > F-;i^-2-*;i/7j<+it5 
F (mmmi 2 s) sfc^^co:^, 

N- (2- ( (2 , 2- fc* X (4-7 O 7 xX;U) -5- (4- {2-7 JU^ □ 7 x x;!/) f^ U v 

20 y)^>5";i/)75y)-2-:t4^yx5";i/)-r >F-;!/-2-;f7;i'^t^^it5 F (^Jl^y 
13 0) ^rcti^(Z)^> 

N-(2-((2,2-t:X(4-7;i/^P7xX;U)-5-(4-(2-7;U:tD7xX;U) tf'^U v 

y ) ^ >5^;u) 7 5 y ) -2-;^-^y i5^;i/) -5-^^ □ □ F -;u-2-* ;u4^4^+f- 5 

F (^»J1 3 1) ^rzU^(D^. 
25 C2 8] ^ 
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1 kg-COOH 

[^cjn^ ^is^«^ [2 3] mumtmMm^mt: vm^n^mmmo^jt^ 

[2 9] m [2 3] ^IBi^cD'fk'&tl^^^LT/cC^E^. 



[3 0]^ 




ckViCi_67;U^^>S^ ; A 1 k2*3i;a^'A i k3«. 1^— SfctiS75:oT, 

^ C , _ 6 7 ; W l/S ^ A n >r >{ k $ n T 1/ ^ T cfc t. i C 1 _ 6 7 ; □ S 

20 [3 1] A 1 k;OV\oy>lg^. tKn^->. 75 y:fect^>'C6-^o^'>'->'^*^ 
bfijc-g>i¥;i^bjltt'n^MmS^&WbT^iTt)J:V^Ci_67;i/4^l/>S<^ ; A 1 
k243J:i;A 1 k37&^"|W]-t?t«^nj:c>T, ^/i«ADy>II^> bK 

□ 75y^J:0:C6.io7U-;U/ii^e)i5e^l¥*^^>ii«*tl^S^SS:WLT 

v^Tfc=t(/^Ci_s7;u^U'>S^ ; R ^ ^5{)V\oy>ii^, Ci_67;u^;u, t 
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[ 3 2 ] N- (2- ( (2- ( (2. 2- V 7 X n ;U-5- (4- 7 x liJl/tf ^ U v J ) 7 
^y)_2-;fr^pyx5^;U)7^y)-2-^^VX5";i/)-2.2,2->'j7;U7rD-N-7x 

2-7ll'J /-N-(2-((2,2->*7xr.;i/-5-(4-7x-;i/tf^U vy)^>5";l/)7^ 
5 y)-2-;!-=l-VX^;i/)7-fei5^5 K (^»J5 9) ^fc«^(^^. 

2- ( ( >i^;i/7 s y ) ;^ 7 ^ y ) -n- (2, 2- v 7 x - ;L'-5- (4- 7 x - ;u 

C3 3] ^ 



(1) A 1 k23i^^fi^S^^bTViTt)J:ViCi_67>'U^l/>S©«'&«. ^ 
R^i-A 1 k3-NR3°-A 1 k2-COOH 

15 't4l§^#:<J:. 

(2) A 1 k :,f}m't^om'^it. ^ 

R^i-A 1 k3-NR3°-CO-X Sfc« R3^-Alk3-NCO 
20 (DMB^^ 

[34] ^ [3 0] mmmoit'^^^^^bxt^^mm. 

[3 5] PilLKitlfCMbT. ^ 
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(0)j 



A r 



X 



P 





R 



A r 



Q 



N 



[3 6] ^y=.ymm^-jv=e>^inm'^mmr^rzisb(D^ 



15 [^4^. Ar ^^i:t;Ar2^1-?-n^*nsmS^^LTt/iTfeJ;l.i5f§i^S^, 

<mmm^^iyXi^^xh^^^2m<Dmjifj-mmit7mm'^. 

LXi^^Xh^i^^mit7m^^. 



(0)j 




R 
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R 2 ^^t^ifSR 2 tR'^^mmr^^mm^tmzm^m^'n^xh^x^j^^^ 

5 (3 7)^ 



Ar ^iScfcr/Ar ^Tg^n^ r^WSj <h UTtt. 

l-:^75^;k z-t-^T^;!/, -f>xri;k 7>7.u;ufj:^{7)C6-i4^'J-;uS 
20 ± mA.iiiif^^^L4m. ttf-^L<itim^v3m. $b{cffsu<«i^;t« 

-;U. ^>X-1'V5'7y->'k :h7h (2, 3-b] 5^:t7x>, 5=-7>M/> 



F 




10 
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H-;k <y-r>K-;k ih— r>^v-;k 7''j>> 4H-4^yijs^>, < 
y^yijX +y>J>: yrS'^vX :f75^Uv>. :^^74^■^^■u>, ^:hyu> 

. 7x:J-'>'>, -fV5^7y-;k 7xy5"7v>> -fV^^lty-Jk 7^-!t'> 

iy<\t. mm\^tiM.m(Dm.mm i)^imh^^^\-m^m m^\^<\ti^rz\t2 

;k 4-hfUv?;k 2-^y'j;k 3-^r/u;u, 4-4^yu>k 5-^yu;u 
. 8-4^yu;k i--i'v=^yu;k 3--rv^y'j;k 4-'fy^y'j>'u, 5 

x-;k 2-tfu>';k 3-tru>';k 4-ifUv;k 2-7U;k 3-7UJI/ 
. 2-=^-/'j;k ff^vx;k 2-fcfU5vx;k 3-tfaU;k 

u;k 3-tfUi^'vx;k 3— ry^7yu;k 3--ry^^-ti-y'j;k i-^r 
20 y+yu;k i->r>HU;k 2--i'>HU>'k 2-^yV'^7'/')M^}i(Dm 

fflVibn^o ;^ci:;^)^T-t)> 2-^xx;k 3-5"xx;k 2-lf'Jv;k 4-lfU 
25 l^LSffl ($P^b<«> IP) (Z)'\xnJI^^^tr5^fcJi6MO^§;^^i^^ 
Ar ^^ctf/Ar ^T^^n-S r^l^g^SJ ^^'^UTV^Tfecfct/^Mtet UT 
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Mb $ tiT 1/ i T ck c 3 _ s X o 7>4^>'1^S ; /N □ y ^ nx 1 i T t) ck i C 1 

^)i^7^ytsiii) ; /\Q^'yi\:-^nx^^xh.k^^c,.,7Ji^)V-tijit^=-ji7 
^y& m^its 7t^)V7^y. zfa\i^-j],7^y. ■:^^'J)l7^yrJ:^) 

C,_6 7;!/4^;i/-*;U:^:::;U^^vS m^\t. 7t^M^i^. y°n}d^x)V 
^^'y. Zf^^JJlt^'yfSi^) ; ;^;u^^'>;us ; Ci_67;Hi^>'-;^j;i'^- 
jm m^if> :Ah^'>ti)Vt-x)U. xh^'y^)\^t^xjl. -fnt^^iytiJVt-x 

15 jmxmW:-^nx^^xh^^^=E:y -c I. ^7)1^)1 -tijv/'^=^^)im (m^^t. 
)vmxm.^^nx\^^xh^\^^v-Ci^^7)v^)v-ts)\^n^^ )i'm m^^^t. v 

20 )V^)i7.)Vy^x)]/m mpiit. -jk x^j[^x}\^y^ x)Wj:E 

) ; C6_io7'J-;i/S •(^J^tt*7x-;k :^:7^^>fJ:a ; C6_io7U-;u 

v^Tt)cfcv^C6_io7U-;u-*;i/fc;i^s m^\t. ^>7-r;k ^7h<;i/fcC 

3^zy-ti}V^^x)l7^ym m^if. y.h^'^tJ)lt^X)l7^y. Xh^i^ti 
)\.^^X)V7 ^ y f^E) ] C^_,o7^J-)V-io)V^s=:)[.7^ym ({?!lAt^^>y-r 



wo 01/21169 



44 



PCT/JPOO/06376 



5 (/^Ci_6 7;i/+;u. /\0':r>'ft$nTi/iTt)=tt/iC3_s->^i='7;i/^;u, /no^ 
ji=^jv^^. tiFn+v. 7ay. ^y-Ci_67;i/^;i/7ay, v-Ci_67 

-Ci_6 7;wi/-:^;w\'t-i';k 7.;u4^, Ci_6 7;wi^7.;u4^-;k c^.^y 

L3f@^LTv^Tt)j:<, mW:mm^2m^±(om'&. ^n<b(Dmmmitm-x 
h-oxh^u-Dx^^xh^^^o 
:^mmm^xm^^'bn^ ^/\uy>i\:-^nx^^x%^\y^c,_,7Ji^)\^^i t 

20 aomu^) ^wbTViTt)j;v^Ci_6 7>/u^;us m^it. y^-jk i:7DP;< 

iyy}l^n^^)V. hU^'nn^^;k h U >';i/^ap^5^;k x^;k 2 
->^a^:X5^;i/. 2. 2, 2 - hU7;U:tPX^;k ^>^?'7;i/^ax5^;i/, 
h°;u, 3, 3, 3 - hu 7;u:^nyDtf;k -ryyptfjk 4.4.4-h 
U7;u:tDy5^;k -rv:/^;i/, sec-7'5^;u> tert-7*5=-;k ^>5^;k -ry 
25 ^y^)]/. ^■'■t^y^)V. 5, 5, 5-h^)y)V:tu^y^)i. ^^yji. 6,6,. 

:^mmm^xm h^^bn^ ^/\n^'yi\:-$nx^^xh^^^c ,_,yy a 7)i^)v 

Sj tLXit. m^U. 1 T^cft/^L 4 i@© A a >ir>l^^ (fjJAti*. y^m. 
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n7'a\i)l. vi^D^5^;k v^^P^>^;k v>7DA4^->;k 2.2,3.3- 

5 tVXit. MXit. l/d:i/^U3j@C0ADy>i!^^ mX'd. yyM. ^M. 

jl/^fo^h + x, h'j7;i/;tOp< h^^'X Xh4=-X 2, 2, 2- hU7;U::^-OX 
h^i^. 7'o^4^-X -rV^DTl^^l^'X 7>^->, 4, 4, 4- HU7;U:tP:/h 
^iy. ^'jy'h^i^. sec-'Z^h^'y. ^y^JV^^i^. ^^z^M^i^U^) 

10 uE^m^^^n^o. 

J chLTfi, m^i-£. itiii^^L 3m<D/\ntrymi^ m^it. yym. urn. M: 

15 " , ^y:/Dt°;i/5^^, 7*5^;i'5^:f. 4, 4, 4 - h u 7;i'^o7^5^;u5^:t. 

a) Ci_6 7;i'=^;i/S mx\t. x5^;k yni^;k -ry7°Dtf;k 7* 

-ryy5^;k sec-7'5^;k tert-7*^;k ^>5^;k ^+'>;i/7:j:<!f)- , 

b) C2_6 7;i^yx;i/S t*x;k 7'J;b> -rv7'o^x;k 7't-x;|/ 

25 c) C2-6 7;i^4^x;i/S (0<J;iJ^, 7'D/'?>'l/^rJk x5=-x;k 7'5"x;u, i-^ 

d) C3_6->^a7;!/^r;L'S W^mt. ->^P7'ot>, v^P^^^^U, '>^p 
^>5^;U, iy^u^^^M^E) , MC 3_6 a 7;l/=^;!/g^i> 1 7^cJ:(.^L 3fS 
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e) C6-i<,7ij-;i/S mA.it, 7x-;k hUJi/, =i^~>'j;k l-:^75";k 

2-:f75'>'k t'7x-U;k 2-<>x:i;k 2 -7>XU;U7^j:a , #fC7 

5 f) C7_i677>'i/4^;us mpiif^ ^>v;k 7x^^5^;k v7x-;i/p^5^;k 

h'J7x-;M5';k 1 ->7^;!/^?>'k 2 -:h75^;Up^5^;k 2-v7x- 

;i/X^;i/, 3 -7x-;uyDkf;k 4-7x3:;uy5^;k 5 -7x-;i/^>5^;i/ 
10 , MA-lft. Aoy>M^ 7'y^> i^^> ^M, 30mf<i:E) . C,_3 

15 7a ys, ^y-Ci_B7;u^JU75/S (fii^^f, 7^^;u7a/, x5^;u 
7^ y tail) . v-c,_67;!/+;i/7ays v;<5";u7$/, s^x^" 

7°De:tx;i/7ay. 7'5^u;u7ay?'cf:i:) . c^.^yji^ji 
p< h=^s/;ti;i/4^x;i/, xh^>';^j;i/7}^x;k 7°a7}^^>';^;i/^x;u. 

UE) , 7s)Vts^. Ci_6 7>'!/^;i/x;v7i^x;i/S mpiU. ^^'^jit.ji^idv, 
. X5^;i/x;u4^x;i/7^cj:<if) . Ci_6'7;i/^;i/x;i'7^ x;us (gnj^^i', 
7^xJU, x.^)iX}[^y^-)VUii) , C6-107U-J1/S (^J^«'> 7xx;i/, 
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ts5t^\^^b7^<Dmmmm mmi-, 2-^?t«3-hfP'jv:n;k 2-s 
fc«4--r SiJ'V'Jv?-;!/, 2-, 3-sfc«4-e^yuv-;k i-. 2- 

-5"x-;k 3-5^x-jk 2-tfUv;k 4-e'jv>'i/. 2-7u;k 3-7 
u;k tf^s^-^k 2-eu5v-;k 3-fcfpu;k 2— rs^/yujk 3- 

t:iJ^'S^-;k 3 — ry5^77U';k 3 — Sfc«^(Dlg 

a , C7_i6 77;i/=^;i/:t^s^-;^i;u4^'-;i-7 = ys ':<>v;i/^^'> 
15 T^ta « C6-io7'j-;u-;^7;i^fc;i/S (^?iJA^i\ ^yv^)iua) > c,_67 
;i.fc;i.7ays (^jA^f, ^>'MJV7^yti^) . Cs_io7U-;i/-:^;un 

±tHC6_io7U-;US. Cs_io7U-;L'^^>^*^cf;Df5/^j:i/^L/7Mcoii^ 
20 m&\t. Any>i^^. Cj_3 7;U^l/>v^4^>'. ::ihn. >-7y, /\n^'y 

7;i'4^;i'. ADy>'fb$nTViTt)J:v^Ci_67;un4^->, /\n^'yi\:-^nx^^ 

Tt)cJ:i/iC,_6 7;U=^JU5^^, tHD^'>, 7^/, ^7 - C i.6 7;U=^^;l'7^ 

i>'-Ci_67;u=^>'U75y. Ci_57;i/=^;i^-;t/;i/xt^x;i/7sy. 

25 . C , -^7)1^)1^- ti)\^t^ZL)V. C,.^7)i'^)\^-ti)\^t^:^M^iy. tiJlt^^ 

v;u> Ci_67;i/ii^v-:^;i/5}^-;k ;^i;ws'^-rjk ^:/-Ci_67;i^=^^;i/- 
;^;i/A't-r;i', >^-Ci_6 7;i'^;u-*>'WN*t-r;u, Ci_6 7;i/^;i'7« 

j!/7j^-;k Ci_67;i/4^;ux;i/7^-;U7'j:tt°;6^bjl«n-5 i7'cj;ViL4®©M^S 
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10 



15 



R^^J^ZSR^rmn^ ^7iy)Vm\ tLX\t. m7L\t. -co-r^, - 

conr^r"^. -so-r^, -S02-r^> -conr^r'^,.-coo 

_Ra^ _ (c = s) 0-R^/- (C = S) NR^R^, -SONR^r"^, 

-so^nr^r^, -so-o-r^, -so3-o-r^ {R^ty\^mw.^ 

(xvi)5S: 



[R2 4tj;7jc^|^^^;r^fiC7-i6:^^>'W^^^'>-*^^^^''^* ^^''^ "^^'^ 

(xvii)^ 



CO 




25 (xviii)iC -CO-Alk-NR^''-CO-Alk2-0-Alk3-R^^ 
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(xix) iC -C0-Alk2-NR27_C0-Alk3-R29 

10 [A 1 k 2. A 1 k^^xnR^'^\m%^tnMm^ ■,R'^'^\mmm 

7xzi;u) fj:<H) $^n^*nwuTViTfe^vi®c6_io7U-;u* m. 7x- 

T] Ta^n-SS ; 

(xx) ^ 

-co- A 1 k-NR^ 7-CO-A 1 ka-NR^ °-A 1 kg-R^ ^ 
20 [Al k, r2'^. A1 kj. Al k3«Wf3i:Ifl««^ ; R ^ ° ^i/K^Jl^. C 

HD=t^vg, Ci_57;U3^'>^, C6_io7U-;i/S (fJ. 7x-;l/) ^ 
25 WLTl/iTfeJ;(/iC6-io7U-;US (0>J. 7x-;l/) ^^f] TS^n^S; 

(xxi) S: -CO-AIk-NR^^-CO-Alk^-NR^^-CO-O- 
A 1 kg-R^ ^ 

[A 1 k. r2 A I k3> A 1 kg^cttJ^R^ ^HfJfBi^^^* : R^ ^«Sfi 
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(xxii) ^ -CO-Al k-CO-NR^^-Al k2-R^ ^ 

[A Ik, R^'', A 1 k2*5cfc^/R^ ^«iiIfBil=i:t«^^1"]-TS^^^S 

(xxiii) ^ -CO-A 1 k-O-CO-O-A 1 kg-R^ ^ 

5 [A I k, A I k.ii^UR^ ^ fitmBtrnMrn^^t] v^^nmt^^hm 

'J>>-;k 2-, 3-$fc«4-t:^7'Jv:i;k 1-. 2-, 3-Sfc(i4- 

15 t°^ui^;k 1 -^fc^i2-t:^^v-;K ^jiTi^^j ::l)lu^(Dim^mMmm 
S, 2-^x-;k 3-5"x-;i., 2-tfUi^;i/, 4-t°Uv;u, 2-7U;u> 
3-7'j;k 4-^yu;k 8->yu;k 4-<v=ipyu;k e^vx;k 2 
-h:'j^v-;k 3-tfDU;k 2-i'a^V';;k 3-t°U5^5^x;k 3— r 
V5"7yu;i/, 3 — r 7:t=^ii-vu;u. i-'r>Hu;i', 2-'ry<>Hu;u^c£ 

20 ^(D^mm^mm&uE) u^^m^^^n^o u^^xt^. i-. 2-. 3-^;t 
«4-tf^'j v;k 1 -src«2-tf'^^s^-;i-7^=f<i:(^^^7f«-ii^M^*^'$fs 

b<> 1 -^fc«4-tf^'J v^P, l-}d^9i^:i)m^^^^mx^^. 

m r^^SSj /??^^WUTi/^Tt)J:V^g^S<i:LT(i. -^y^f^, (i) ifltBA r 
l^ctD^Ar 2-e^$n^ r^#;^Sj *^'WbTt.^Tt)c):V^g^», (ii) fflfB 
25 R^;}3a;t;R^-eS$n^ rs^S^WUTV^Tfei^v^^ttllSj , (iii) 
:t^vm. (iv) 5^^=lryS/cff*^'fflVibn^» 

R^T-s^n^ rCi.eT;!/^^;!^^] <i;LT«> 0iJA«'. x5^;i/. 7° 
□ tf;i/> -fV7°pe;k <y7*^;k sec-:/5=-;u, tert-^^;k ^. 
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6m(Dmm^^rz<it^^m(D7Ji^)\^m m^^i^ /^;i^> x^^u, yphf;k 

-rV7°atiJU. y^^;!^. sec-7>;i/, tert-7*^;i/, ^>5^;p. 

15 ffitBAlk. A 1 kz^cfct/ A 1 k3-e^$n§Ci_67>'l'^^>SctbTtt. 

^i^«jz!i© p ^tz.\-xQt\^xm^-^^'h(Dtim^i^ti^o 
20 m'tt^7mw.'=f-^im':5'D'^y)m^xx^^2m(Dmf^E^^L. m-^xhm 

(i) 7)V^\yym m^\t. - ■(CH2) 2-> - (CH2) 3-, - (CHj) , 
-CH2-CH (CH3) -CH2-, - (CH2) 5-, -CH2-CH (C 
H3) -CH2-CH2-> - (CH2) . 
25 (ii) 7;i'^Xl/>S -CH = CH-, -CH = C (CH3) - 

CH2-CH=CH-, -CH2-CH=CH-CH2-/^j:i:) > 
(iii) 7>'U4^x^>S mx\t. -C = C-. -CH^-C = C-. -CHs^ 
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mm\z\t. m7L\t. -CH2-0-CH2-. -CH2-CH2-0-CH2- 

. -CH2-0-CH2-0-CH2-> -CH2-S-CH2-. -CH2-CH2 

-S-CH2-. -cn^-^-cH^-s-cH^-t^E-hm^^^^ti^o 

. mx^f. m^p^r^i6^up.v'^ti^mhx\^^xh^^m^mtnm(D^<Dtiii 

20 s -^JA^f ' 



(^41, Amui^rcit2m(D^\^n^ym^rc\tt^vmxmm^nx^^xh 

k^^4m^b8mm:Y^t^ >0, >C = 0. >C (W) -W^^fc«>N- 



25 wT'»^n^» mtTi^mmi-. mm&^^i^xi^^x'bJi^^^itTKmm^rc^t 



(ii)^ 
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N B D 




(^4". Emit 1 ^rzU2m(D:t^vm^rz\t i tjii^^ u 5m(Dc,.,7)u^)m 



mt^. /h=^v^ xh^^vs yo/i^^v-, ^y^p/j^^vTia . c,_,7)[^ 
PS. 75ys^fc^iCi_57;wu-;^';i'fc>'us (^Jx.^i\ 7ir5^;k 7°p 

15 (iii) ^ 

— N Y 
(CH2)n^V<CHpi<^ 



2-, -CO-^fc^i-CH(OH)-^. Y«-CH2-. -0-^fc«-NW 
^- (w'^«7KPlI^^gfc^iMmS^WbTViTfed;V^Ci_67;Wl^S*^-r 

tTIi, ^J^^i' (i) . (ii) ^rc\t (iii) U^f)m^\^<. ^btC (i) ^Tc 



5 ^t. ^ 
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it (iii) t^ii^^^^Li^\ (iii) ^^^^l^^^o 

5 (vi<mmtmMm^^ir) x^-^n^m^ i?^L<ji, ^ 




-rv7'□lf;^7^cj:^cDCl_6 7^w^s : ^..^"^^"^ xh^^v. yn^^-v 
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yyu>'^;k 2-. 3-src^i4-t'^yu~>'-;i^, i-, 2-, 3-^/i« 
4-e^Uv;k 1 -sfc«2-if^^v-;i/. ^:;u4^u-;k 2-5^x-;w 
10 3-5^x-;i/, 2-t:ui>*;k 4-tfUv;k 2-7'j;k 3-7U;k 4-^ 
yu;k 8-=^ryu;k 4-'fy^y'j;k tf^>^x;k 2-tfu^'>*-;k 3 
-tfD'jjk 2— ra^7u;k 3 - tf' J ^v-'-Jk 3— ry5"7yu;k 3- 

^mm^mmm (m^^f> 2-5"x-;k 3-5^xx;u, 2-ifUv;k 4-tf 

w^x^^^n^c ,.,7)v^)mtLxit. m^\f. p<?;k x5^;k ^ot: 
;k -ryy'ot^^k y5^;k ^vy'v^Ji. sec-'f^)i. tert-y^;i/. ^>5^ 

mxmi^^tix^^xh^i^^^^m^^rc\t2m^(^ 1 2mm} tLx^it. 
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i-y^vym.. 4/=j:t/iUi2M ($?^b<«, stSi^^liom) (D'^^m^ 

10 




15 IBAr ^^ctO^'Ar ^T'g^n^ r^S«J ^^'WLTV^TfeJ;ViB^S<h|s]^ 

w^T/T^$ti§ rc,_6 7;i/^;uSj (hL.T«, fijA.fi*, x5^;k ■/ 
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□ tfji/> -ry7°Dtf;i/, 7'5^;k 'i'y7'^;u> sec-7*^;i/. tert-y5^;i^, ^ 

7^/s 7-ti5=-;P75/, 7'□t:x^-;^75y> -f^oJiY^/tiiE 

10 -Cl_67>'^4^;^-;^>'^A'^<>'^S, >^-Ci.67;wi/-;^>'Ua*^:'1';us, x 
Ci_6 7;i'4^;u7.;u4^r:ji/S. Ci_6 7;!/4^;i/7;;u7'<-;us, Cg.io 



Ar ^fecfct/Ar ^TSSn^ r^#:^Sj /i>^'WbTt/^Tt)<j;!/i«^S<i:|W]ii(^ 
^JA.«\ ( i ) ^ 
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_67;i/^>'i^7^ys, v-Ci_67;i/^;i/75ys, Ci_67;t/^r;u-:^;i/4^::i 
;i'7a/s, ^;i/^;i/»> Ci_57;i/^;u-*;i'^-;u«« c,_,7Ji^)V-t} 

10 ^-r;i/S. ^/-Ci_6 7;u=^;i/-;^7;wt^-r;us, v?-c,_6 7;u4^;i/-;fj;i- 
/t^'fji.a, xji^m. Ci_6 7;i'^;i^x;i/7}^-;i/S, Ci_6 7;i'^;ux;u-7^ 

15 (ii) ^ 

(^4^, VMi^ >C (W) -W=^fc«>N-W-cat»^n-g)S (WJi (a) 
7mmT; (b) AO>ir>I^^, Ci_37Jl/4^l/>v^+>'a, -has. >'7 

yg, /\Dy>ft:$nTv^Tt)ctviCi_67;i/^;i-«> AoyMk^nxv^Tt; 

20 J:t.iC3_6V^D7;i/=lFJUS> An>r>'fl:^tlT^^Tfc=kt^^Ci_67;m4^>S 
, Aa^'>{h:^nTViTfc=kV^Ci_67;i/^;i/5^:tS, tHa^->*. 75/^ 

, ^y-Ci_e7;wu7syS, v-Ci_6 7;u=^-;U7S7S. c,^,7)i^)i 
25 ;^;bAt-f;us, ^:y-Cii67Ji/^>'i/-;^7^wit'f;i/S, v-Ci_67;i/ 
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tlTViTt)cfcViCi_6 7;i/+;i/S, ADy>'fb$nTV^Tfecfc^^C3_6>'^P7 

AP^*>'fb^nTt/iTt)j:t/iCi_6 7;i-p^i/S> Apyxb^nx 

i/iTfcJ:t.iCi.67;U^;U5^:tS, LHp^^vS. 75/a> ^/-Ci_67;i/ 
10 ^;i/7^yS^ v-C,_6 7;i/4^;U7$/». C,.,7)l^)V-ti)Vt-::^)\^7^ 

ym. ^)i'S.jvm..Ci.^7)i=^)]/-ti}Vt^^jvm, Ci_6 7;i/+;u-;^3;u^- 

a. ^y-Ci_67;wu-*;i/A^<;i/'S, i^-c,_s7)\^^Ji-ti)w^'^-< 
)m. Ci_6 7;i/=^;i'7>;i/:j^::i>ii'S> c i_6 7;u^;ux;i/:7^ 

15 . C6-io7U->'l'S^5j:tXC6_io7U-;U^^>'S:6^bfiK^l¥^^b31^i'n?)« 

20 wtvx\t. m^^t. Apy>iM^, v7ys. Apyxb^nxviTfectvi 

C,.s7)V^)V^. APyMl:$nTViTt)ct:l/^Ci_67;l/n^i>S;i>^67:j:^ll 

6 ii ^^n^ B^s ^^n-eni s /i 2 b T t.^T t) cfc 1/ i c 6 - 1 4 7 u 

S^fe«C7_i67^;U^;US7^j:i:;^W*bl^^. .hO^D^j", /\n^'ymi=-^rc\t/\ 
p y ^ nx i^T J; c 1 _ 6 7;i^ p ^ vSTfil^^ nx t/ t) cfc (/ i -7 X - ;i/ 

25 S;^ci:<^";OW^U(/i, 
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67;wu75ys> v-Ci_67>)U^;i/7^/«, Ci_67;wi' 
Ci.6 7;Wi'-;^;u^-Ji^^^v'S. ;^7>'U4^^v;us. Ci_ 

v-Ci_57;u^;i'-;^j;uA'^-r;us, ;2^>'i/*S, Ci_6 7;i/4^;i/7>;u 

^fctt (ii) ^^HTJe^ntcs^i^^, m^I^^^cfc^ffitiMi^^T&^biitfn^ 1 

15 C,_67;i^n^->S*3j:(>'AO'Jr>'fl:$tlT(/iT*)J;ViCi_6 7;WUS;6^b3i 
fi*n ^ K^a ^ ^ L T V ^ T t) =fc V ^ 7 X S ( i i ) ^^iM^i^^ ^^I^ 

Ar ^43i;t/Ar ^ti, $ ^,tcifft L.< fi, /\ay>MT> C l_6 7;^=3=^>' 
20 s^=}:t;A^y>'^^:$nTViTt)J;ViCl_67;^4^;^s?&^^.Ji^^n^fims^* 

7;^ □ 4^ i^STM^^ nx 1/ ct 7 X - Jl/S^^MT^ o 

V^Tt)i:!^^Ci_67;i/^l/>«^rcJiC2-67;!^'^r-l/>a7^=fi:WtU<, ^'cC 
25 t-^X^. Ci_67;i'^l/>SS3ttiC2_67;i/^-U>S7&^'l!f*L'<. Ci 
_67>'l/^b'>S im7L\t. :^^\yy. Xx^>. hU>>5^U>. T-h^p<5=-U> 
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QtLxit. c,_,7)U^uym (m^it. :^=^vy. -x-j-vy. h'j^^i/ 

R W-S^D^n-ST^^USiiLTfi. -CO-R^t/itS-CONH-R'' ( 

Ci_67;wP75ys. >^-Ci_67;wu75/S, Ci_6 7;i'4^;i/-;^;i/7}< 

T^ct^) , Ci_g7;u+;i/-;^Ji/4^->'US. Ci_6 7;i/+;i'-;^3;i/4^ 

15 ^Ci_67;u^;u-*;w\'t-i';us, v-c ^.^7 )V^)^y-ti)\/n'^ 

7.j[^^m. Ci_67;i'+;ux;u^-;i'S> Ci_6 7;u^;i'X;i/7^-;i/ 

C6_io7U-;US> C6-io7'J-;i/^^>'S^J:t;5 7^d;l.^L7Mco^SJl^ 

^•€-n-?^"n^LTt/iT=bJ:i-i (i) Ci_6 7;i/=^;u«> (n) C2_6 7;i/y-;L'S 

20 , (iii) C2_6 7;U=^x;l/S. (iv) ^>-tf>^ilS-a-LTt.iTfei:t.^C j.g v 
^ajJV^Jim. (v) C6-i47U-;i/S^;^c^d: (vi) C 7-i6 7 7;i/^;US/cJ:^" 

±tSL7^c^^T-fe, R^iLT«, (i) 5/j:ViL eMO^g^^t^^* («^J^ tf 
Uv^^P*) $^UTl/iTfc=tViCi_67;i^=^;i'S. (ii)-hD, 7Sy^fcJd:C, 

>-:^;i/S) > {\i\)c ^_^7)vn=iry^^bx^^xh^h^^yiiymtm'tbrzy 

R^xm-^n^ rg^S;^WUT</iTtj=fc:t/i7;i/^;i/Sj tbx\t. M^\t^ 
/\n^'ymi'. zihnm. y7/m. /\ayyi\:^tix^^xh.k^^c ^.^y^ u 
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ji^ji^j^ym. v-Ci_67;i/^;u7$/s, Ci_6 7;u=^^>'I/-*;L'^{^-;i/7 
5/s> .Ci_6 7;i/^;i^-;^?;u4^-;i^S^ c,.^7)i^)\^-ijjit- 

5 -;L';r^xS. ;^;i/xi^^i/;us> c i_g7;i/3:^->-:^j;!/fc;i/S, tjjwi^-f 
)im. ^y-Ci_6 7;u^;i/-;^;UA'^-f;us. >?-c i_6 7;i/^^;i/-;^7;i'/\'^: 

xjit^m. Ci_6 7;i^^;i/x;i/z}^-;u*> Ci_6 7;i/=lF;u7.>iU7>f 
s^ct^;^'C6-io7U-;uS;0^b^^p^^'=>3i^in;t i/cci^b 3ii(7)fims^w 

bTV^Tt)cI:ViCi_6 7;i^nP;U« ;<^;UfcJ:i:©Ci_3 7;L'^Jl/S) T^Cti: 

10 Tl^^'^f^L^io 

3_5>'iJ7D7;i'^;PS, ADy>'fb$nT!^iTt)ct(/^Ci_67;i'34^>S, ad 
y>'fb^nTViTfecfcv^Ci_67;Un^;i/7"^»,.t fp=^vS, 75 /s. 
15 -Ci_67;WP75ys, -:^-Ci_6 7;!/4^;i/7syS, Ci_67;u^;i/-;^f;i/ 

;wt^-r;us. 'E/-c,_^7Ji'^)V-:^jv/^'E-(jm^ v-c,_^7)v^)V- 
tt}vn^^)vm. Ci_6 7;1/^;i^x;L'51^ii;L'S> Ci_6 7;u^;!/x;u 

20 7 ^ - ji'S^Sct txc 6- 1 0 7 u -;us;o^ b^^^7:>^ ^iiu'nrc 1 t^j:^^ u 3 mom. 

^m^m\^X^^X-h^^^C^.^7.)V^)\^-t5)[^Tf-ZL)Vm 4^>'L'5;k 7^^ 
(i) ^ 
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m^. v4s^ >o, >c (W) -\v-^rzi,t>N-v/'miD^n^m (w 

(d) tfU-:^;U«^^L> W^Hl7K^lgi^, t:Fo=^->S^/"c«Ci_67;U+;i/ 



(^4^. E'm\tC,_^7)l'^U>'J^^iy&. -KaS, C i_67;Un^->S, 

7sys. Ci_67;i/^;w-*;i/fc;i/7ays^=tD^Xi_67;i^zi^v-;^ji/ 

R ^-e^^$n^7v;i'S<hbT«. -CO-R^Sfcf^-CONH-R^ ( 



(ii) ^ 




15 (iii) ^ 
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Ci_67;wu7S/s, v-c,_67;wu7^ys, c.-67;i/^;u-;^7;u^ 

ty-c^_6 7;^^;^-:^;w\'^-r;^S. >?-Ci_6 7;i/^;u-;t!;wtt 
Ci_67;i'^;i/;^;i/4^->'i/S^ Ci_67;u^;i-x;i/7>i' -;^ 

^^n^'nw UTViTtjcfci.^ (i) Ci_67;wi'S, (u) C2-6 7;i/y-;us 

, (iii) C2_6 7JU=t^-;US, (iv) ^>-if >^^IS■&LTV^Tt)c^;ViC3_6-> 
^ P7;l'=^r;i/S. (v) c,,,,7^j-jvm^rz^t (vi) C7-^6:^^>'^^>'^sn^'^' 

15 R^'T:^-^tl^7iy)VmtbX\t. m^^t^ -CO-R'' (R''',mt^tmM 
a^^T) 7:j^W^L<, mz. -CO-R^ (R^(iAny>J^^, Ci_3 
7;i/4^l/>v^^>'*, nhnS, i^7/&. /\ny>it^nx^^xh^^^c,. 

$nTi:^T=bcti'iCi_5 7;i/=i4^'->s> Apy>'fb$nT(/^Tfectv^Ci_67;i' 
20 ^ji-^^^s. tHD^vS, 7^ys> ^y-Ci_67;u^;u75/s. v-c^ 
_6 7;i/4^;i/75ys. c,_^7)V^)V-ts)V^-~)V7^jm^ Ci_ 
5 7;u^;i/-;^;p4^-;ua. Ci_6 7;u^;u-;^>'i/4^->'i'^^xS^ t})Vt-^i^}V 
S, Ci_6 7;m4=-v-*;i/4^:njus. ;^j;!/A'^-r;us. ^y-Ci_67;i/+;i/ 

io7U-;u:r^~>Si3j:t;5 7^ciVib7M<?)ii^^S (^J. xx-;i/. 7U;i', tf 

t)d::l/^(DCi_67;!/^;US, ®C^.^7)V^:=-)\^^^ ®C ^.^7 )V^^)Vm. ®C 

3_ 6 □ 7;i/n^;i-S, (DC 6_ 1 4 7 'J -;i.S^fc«(Dc ^ _ ^ g 7 ^;u=^;us^^-r 



wo 01/21169 



65 



PCT/JPOO/06376 



5 ii^^v'S, AO>r>-(b$nTi/iTt)cfct^^Ci._67;U=^^;i/5"^S. bHa^^^i/S, 

75ys, ty-Ci_67;u^;i^7 = y«, v-Ci_6 7ji/+;u7^ Ci_6 

, y'^'j)\y7^yu^) . 4^;u5;i^S> Ci_67;i/4^;u-;t;;i/xi^-;us. c^.g 
7;u4^;u-;^;i/^-;i/^^'>S. Ci_67;m^v-;^7;u^- 

jv^)i-ij)\/A'e^ 7.)UTi^&. Ci_6 7>'i/^>'i/x;U5i^-;i/S, c,_67;i/ 

15 Tgm^nTViTt)J:(/iC7_i67^;l'^;i/ST^-5o 

(i) 7K^Mi^ ; 

(ii) ^ -CO-R5 (R^«(a)7Kmi^i^, ib)tl)Vt-^i^JVm. {c)C,.,7)l^ 

/^;U> X9-)\^U^(DC ,_37)V^)l^) . (d)Ci_6 7>!l/n=^-> ( 

ms^wLTiiT=bcj;Vi, mmm^ii'iizsm.nj^.i' 

(iii) ^ -CO-Alk'o-R' [A 1 k o^it H a^^>*?:WL'T(.iTt> 
C,_67;i'^k>S^. $f^U<«^ (CH2) (r MilT^cl^LSOS^ 
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^^xmnw.'f-ii'' ^j^^mt^ ^m\tti^ iu^^i^2 mo^^ umi-^^m-r^ 



\ / 

.20 (Qa«^- (CH2) s- {s\tlU^^'LZ(DmWi^^-t) ^fc«- (.CH2) 
t-CH= (t ^iO?'cJ:ViU2CD»^^-r) T-^t>etl§S<$:, R'tt7Kl^I^^ 



(iv)^ 




(v)^ 
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m . {c)C,.^7)\^-n^'y-t})l^^=.)l& / h4^v*;U/t^->'U. Xh4^-> 
5 ti)\^t^~)VtiiE(DC,.37)l:3^i^-tiJVt^:^)]^m . ii)^ -CO-RMR" 

^^T) T^b^n^S, (e)^ -co- (CH2) r'-R^ (rHil 
15 M^E(DC,_:,7)\^^)vm) ^fc^^C6-a4^'J->'^* (^^l^ :7xx;k 

(vi)iC -COOR' (RniAPy>'fk^nTViTt)J:ViCi_6T;!/=^;US 



. X H4^v;^7;i/)j^*x;i/75:£oCi_3 7;m4^>'-;^>'i^^x;us) . ^yx\ti/- 
)V. f//f-;i/;^;w\'^'i';k -:/^x5^;1/;^;1'A'^-i';1/) , j\u^'yi\:^nx^^xh 

(viii)^ -CONR^^-R^2 (R^Hi7K^j[^T^/ifiCi_67;U=I^JI/S C^J, 
y^)V. JLy-)VUE(DC,.^7)l^)Vm R'ni(a) t Kn:^>^. (b)7S/ 



(vii)^ 



20 
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5 ^7)Vu^iy-ti}Vt^::.M . {[) C ,.^7 )V^)V-ts }Vr^::.)V^^iy m. 7iL 

10 7;i/^;i/S) i^^t") T^t:)^nss ; 



(Ri3ji(a)7j<*M^, (b) t: FD4^i/43ctt>'Ci_67;Hn^rv-;fj;Wfc;i. (^J 

15 ;U) 7)^bfi5c^ll;i>^bil^^n'Sg^S^WL.T=b=kViCi_67;Wl'a C^J. 
;k x^;k 7°□t:;^^cC^'<DCl_3 7;^4^;^») . (s.)CT^^^7y)V^)m m 

tDVt^zL)], m. ^ h^>';*j;i/^x;i., xh^>^;^;u4^x;u7:{:^(Z)Ci_37;un 

20 ;!/=l^;i/-:jb;i/4^x;i/S (^J, 7-fe^>'k iL^)Vti)V-if^:=.)Vf^E<DC^_^7)V^)]^ 

x.h^iyts)Vt-z:.)VUE(DC,.:,7)Vzi^iy~t!}Vt-ZL)\') ^mi^Xh^X 

25 (x)^ 



(R'''ttc,_6 7;u+;i/S m. ^^;k xx;k 7°ae;i/7^j:^(7)Ci_3 7;u^ 



(ix)^ 




— C O N H — N 



N — R 
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(xi)S: 




10 (xii)^ 

CO—/ ^N — r'^ 

\ / 

(R^ni(a) t Ko=t^v^d;tJCCi_67;U:3:^v-;^j;!/4^-;i' (^J, / h^v:^j;i/ 
;}^-;k xh^->;^;;i//l^-;i/f=s:cifoCi_37;u=i^'>-;^;u#-;i/) /5^bfiK^I¥ 
;i)^bjl^i*nag^S5:^UTi^^Tt)J;!^^Ci_67;i/4^;i'S (^J, ;^5"Jk X5^;i/ 
15 , ypif;i/7i^(7)Ci_3 7;WUS) . (b)zf^;i/^;i/S. (c) Ci_67;m^>'- 

20 -SS ; . 

(xiii)^ -SO^-R'' (R''it(i) 5 tal^^L 6 M.<Dmmm& m. 
m(Dm'^7^y&) ^WLTV^Tt)ci;ViCi_67;i/^;i'S x.^JV 
t^^(DCi_,7)l^}Vm) . (ii)C2_67;i^^r-;l/S m. XXX.JUS) 
(iii)Ci_67;U^;U m. '^^)l. JL^)Vts.E(DC,_^7)\^^)V) ^WLTV^T 
25 .t)=t:!/^C6_i47U-;i/S 7xx;U, •^-75^;!/) ^^T) T^t)$n^S; 
(xiv) l/^ctl.iL3i@c7)/\Dy>i^^ (^J. 7>y^. ^^Aj:^. $f*U<^i7>7 
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15 



20 



25 



7^;Wl/S m^L<it. ^yy)[^&) -.^fziit 
(xvi)^ 

I 



10 (xvii)^ 



.25 



CO 




(xviii)^ -CO-Alk-NR^'^-CO-Alkj-O-Alka-R 

(X i X) ^ ^ ^ 1 r^ 2 

(xx)^ 

-CO-Alk-NR^''-CO-Alk2-NR^°-Alk3-R^^ 



2 8 



•CO-Alk,-NR^''-CO-Alk3-R^^ 



(xxi)5S: -CO-A 1 k -NR ^ -CO-A 1 kg-NR 
A 1 kg-R ^ ^ 

(xxiOiC -CO-Al k-CO-NR^'^-Alka-R^^ 
(xxiii)^ -CO-A 1 k-O-CO-O-A 1 kj-R ^ 



3 2 



co-o- 
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7JV^}m^ /\a^^>ittnx^^Xh^^^Ci.^7)Vn^>^m. /\ny>it^n 

ays 7-t^jV7^y. zfn\d^-)i'7^y . 7'^^j)\^7s.yti^) 

Ci_67;i/^;i'-;t7>'i'A'^<;us, 5/-Ci_6 7;i'=^^;u-*;wx^-r;us, x)i 
t^m. c^_^7)v^)V7.)v^r.)vm. c^.^7}v^)V7.)vy^-)vmi6^ifc^.^ 
10 ^7^}-)vmt)^^m\tntziti^^h3m(Dm.Wk^'kmvx\^^xh^\^c,_^7)v 

R^T'S^n'S rM^S$r;g-bTl.iTt>i;t.i7J!/^;U;^;i/7if:i;USj <hLT{i 
3_6->i57n7;WUS, AP'ir*>'fl:^nTViTt)J;ViCi_67;Un^'>S, AP 

15 y>{b$nTViT'bcki.^Ci_67;wu5^^S, tHP=i^'>s, 7 = y*, ^:y 
-Ci_6 7;i/^;i/7aySv z^-c,.^7)v^)V7^ym. c,.^7)\/^)v-tiji 
fc;i/75ys 7-fe5';i/75y, 7'pbf^^Ji/75y. :/^'j;i/7a 

. ^y-Ci_67;m^;u-:^;u/t^-r;us. >'-Ci_6 7;i/^;u-;^7;u/\'^-rju 
Ci_6 7;i/=^;u-*;i/4^-;uS (^^y, 7t:5^;i/. x5^;i/;^7;U7}^-;k yph°;u;^7 

25 7;W1/S) 7^cti:'75^'^^U<, ?^cJ:?5^T-t>7Klli^^. y5";i/S;{>WSU<. #tC7K 
^IM'f-fimmxh^, 

R'tR'^mmr^^mm'i'tmzmmr^mi^m^'nLxi^^xh^i^^'^m. 
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18 



/ 



— N 



(1) ^ 



->-;^;^4?-;^) , {\v)1:3)Vt-^'y)V. C^.^7)V^)V-ts)Vt^::.)V m. 7-ti 
JLj-)Vtl)Vt-z:.)Vts.E(DC,.:,7)V^)V-t})V^-~)V) . 0,-^7 

)Vn^i/-ti)Vts::.)V) , C ,.^7 )Vzi^iy-t})Vt^z:.)V7 ^ J / h=^v 
)]^^)Vt^iy-t})V-^-:=-))/7=.J. (M. ^y'y)Vir^'yti)Vt^::.)V7^y) ^^<b 

20 i^^mf}^im^tn^m^m^^bx^^xh^^^c,.s7)i'^)im m. ;<^;k 
x5^;k yne;i/fcj:<JfcoCi_3 7;i/=^^;u«) \ (v)ty -x^Sv-c ,_e7;u=r;u 
7^yS (^J> /5";u75 7, x5=-;i'7S/. v/9^;!/7^y. vx5^;u75y 

7^cE:<H©^:y-X^tv-Ci_37;Un^Jl/7^y) ^;^cti(iv)C5_i47iJ-;i/:t^v 
S 7xx;l/;t^v) ^, PUlCi_3 7;U^l/>S^, Q'ttCi_37;i'^ 




19 



10 
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5 _37;m4^'>S) Z«CO.' SOtrc«S02 (^ffSL<ti, CO) 



[^4^. R'°(i(i)7Kmj^^^7ttt(ii)Ci_67;Hi^->-*JU4^-;i'7Sy (^J 

C7_i67^;Wl':t^v-:^;!/7l^x;i/7 = y (^J, ^>v;U:^-+S/:^;i/4^x;i/7 

15 >S m^U. y^^Uys x^lx>, NU^5^l/>> »SL<«, hU^5^I/> 
) xnSCH, C-OHS;^c«N .m^l'<it. CH) ^, Y3«7KSi!^T, 




(2) ^ 



(3) ^ 



20 
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:,7)V^M ^^bT(.iTt)=l;ViC6-i47U-;i'-7>;P*:::i;PS (^J. 

Vy. Ji^U>. hU^5^L/>, $f^L<«, hU;<5^1/» QniCi_3 




(4) ^ 
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(5) ^ 



,Q^— Nr"-CO-A I k^NR"-CO-A I k^-NR^-A I kj-R^' 



#^^JIA-1 : 1- (5-7^y-4, 4-v7x-;U^>5^;L') -4-7x 
##fijIA-2 : 3, 4-v1::Hp-6-;'^ h^->- 1 ' - (5-7^7-4. 

4-s^7x-;u^>x;u) xhfD ii-y^u>-2 (ih) , 2' -tf^u>^> 

10 ) 

##^JIA-3 : 1- C5-75/-4- (4 h^->7x-;U) -4-7x 

-;u^>5^;u] -4-7x-;utf'^u 

##f!lIA-4 : 1- C5-7^/-4, 4 - mZUV) ^> 
-4- (4-7;i/^0 7x-;U) \d^yiyy 
15 ##f!jIA-5:3, 4-vkHo-6-^ h^^^v'- 1 '- (6-75 7-4, 
4-v7x-;U^=^->;i') 7.tfD C:^7^l/>-2 (IH) , 2' -ti^Uv> 
] 

##^JIA-6: 3, 4-vt:Ko-6, 7 - h^v- 1 ' - (7 -7S 
y-4, 4-'yyx.:iJU^y°^)V) T^tiD C:h7i5^^>-2 ( 1 H) , 2' -If 
20 ^'Jv>] 

##^JIIA-1 : 1- (N. N->'>^^;i/7Sy) -4, 4-i/7x-;U-5- 

(5j^;i'Sji/7sy) ^>^> 

##^JIlA-2 : 1- (N-^>v;'/-N-p<5^>lU75y) -4, 4-i^7x- 

;i/-5- (4^;u5;i/75y) ^y:^y mM^ 

25 ##f!jIIA- 3 : 4, 4-v7x-;i/- 5 -A!K;L'5JU75y- 1 - (t;U7^U 7 
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##^JIIA-4:4, 4-v7x-;i/-5-7j^;US;U7^/-l-. (2, 3, 4 

, s-xh^b hd- 1 H-3 -^>X7-ift°>- 3 r;w ^y^y 

##^JIIA-5:4, 4-v7x-;U-5-zt^;U5>'l'7^y-l- (4-7x- 

5 #%^JIIA-6 : 1- C4- (4-7;U;i-P7x->/U) tf^-^v>- 1 
-5-^;U5Jl/75y-4, 4-v7x-;U^>^> 2:^^:^ 
#^^JIIA-7 : 3, 4-vl:: Kn-6 h^^v— 1 ' - ( 5 -7i^;i/5;U75 
y-4. 4->^7x-;i/^>5^;i/) xtfn C:f-7i57 1/>- 2 (ih) , 2' - t° 
^'JS^» 2i^i?J^ 
10 #%^JIIA-8: 1 -^>>^;i/7$y -4. 4->?7x-;i/- 5- (h->;i/75 

##f!lIIA-9 : 1- (N-^>v;i/-N-^5=-;i/75y) -4, 4-v7x- 

;i/-5- (h>';u75y) ^>^> iSM:^ 

##^JIIA- 1 0 : 4. 4->^7x-;l/- 1 - ( 3 -H h □^>f/;i/7 S 7 ) - 
15 5- (hv;i/7^y) ^>^> 

##«ri|IIA-ll : 1- (3 -7Sy^>v;i^75y) -4, 4-i^-7x-;i/- 

5- (hv;i/75y) ^>^> 

##^JIIA-12 : 4, 4->'7x-;u- 1 - C3- h^'>*;!^4^3i;U) ^ 

>v;u7sy] - 5- (hx;i/75y) ^>i5'> 

20 ##^JIIA- 1 3 : 4. 4-v7x-;i/-l- ( 2 - t!i: U ;i/7^ y ) -5- ( 

hv;i/75y) ^y^y 

#%0iJIIA- 1 4 : 4, 4-v7x-;U-l- ( 1 -^^1t;<5^l/>< S y) - 
5- (hv;i/7^y) ^>^> 

##fiJIIA- 1 5 : 4. 4-v7x-;U-l- (4 -7x-;Hf ^^>^>- 1- 

25 -5- (hv;L'75y) ^>^> 

#%^JIIA- 1 6 : 4, 4-v?7xn;i/- 1 - (4- ( 2 l-^^->7 x 

e^^i^>- 1 --f;i/] -5- (h'>;i'75y) ^y^y "sm.^ 

P^mUA- 17:4, 4-v7x-;U- 5-^y)l7^y -1 - (4-7x- 
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##^JIIA-18 : 5-^>if>7.)Uts::^)l7^y-4, 4-v7x-;i/-l- 
(4-7xr.;i/e^U V/) ^>^> 
#%^JIIA- 1 9 : 4, 4->^7x-;i/- 1 - (4 -7x-;i'lf vV) -5 

- (2, 4,' 6- hu^x;i^^>-t:>7>;u>j^^;u7^y) '^>^> 

5 ##^JIIA- 2 0 : 4. 4-':/7x-;i/- 1 - (4 - 7x-;Ut:^U v/) -5 

- (2. 4, 6 - h 'M v:/ntf>'U^>-ii>x;U/j^-;i/7sy) '^>^> 
##^jiiA-2i : 4, 4-v7x-;u-5- ( 1 -:^75^;ux;uj}^-;u75 / 

) -1- (4-7x-;H£^U vV) ^>i5'> 

##^yiiA-2 2 : 4, 4-i^7x-;u-5- ( 2 -:^75^;^7;;^^r;^T$ / 

10 ) -1- (4-7x-;i/hf^UvV) ^>^> 

##f!jIIA-2 3 : 3, 4 - vh Kd- 6 h^->- 1 ' - ( 5 -7-t!:5=-;t/7 
5 7-4, 4-v7x-;U^>5^;l') 7.bfD C:^7^5'^'>-2 (IH) , 2' - 

##^JIIA-2 4 : 3. 4-vt:Fn-6-^ h^v- 1' - (5-Nv;i/7S 
15 y-4, 4->'7x-;U^>^;i/) XtiD C:h7i5'l/>-2 ( 1 H) , 2' -tf 
^'Jv>] 2i^^:^ 

##^!jiiA- 2 5:4- (4-i7PD7x-;i/) - 5 -7{^;^a;^7^ / - 4 -7 

x-;i/-l- (4-7x-;i/tf^U vV) ^>^> i^i?^ 

##F!jIIA-2 6:4- (4-i7D0 7xZi;i/) - 5 -5i^;^^;^7^ 7 - 4 -7 

20 x^;!/- 1 - ■(4-7x-;i.tf^^v>- 1 --r;!^) ^>^$^> 2^^^;^ - 

##^JIIA-2 7:4- (4-^P07x-;i/) - 1 - (4- (4-7;U:tD7 

x-;u) t:^^v>-i-^;n -5-4^;L'5;u75y-4-7x-;u^>^> 

£j •oIDLOJC'uIIL 

#%^^JIIA- 2 8 : 4- (4-^5'D0 7x-;i/) -1- (4- (v7x-;i//x 

##^JIIA-2 9 : 5-4^;l/^;U75y-4- (4 h4^>'7x-;U) -4- 
7x-;i/-l- (4-7x:=:;i/e^U v/) ^>^> 

##^JIIA- 3 0 : 4- (4-y h=l^'>7xr:;i/) -5 - (I -^y^J\^7.)lt^ 
-;U75/) -4-7x-;i/-l- (4-7x-;l/ti^U V/) ^>^> iMMM 
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##6F[|IIA-3 1:4, 4- (4 -C^ nay jlUM - 1 - C4- (4-7 
)U^nyx.:z-M ^^y'Jy- I M - 5- (4^;P = ;i/7S 7) ^>^> 2 

•Till tax -uiii 

#^^JIIA-3.2 : 4, 4-t:X (4 □□7x:i;i/) -1- C4- (4-7 

5 ji/;t-D7x-;i/) t°^7v>-i-<;w -5 - (p<->;u7 = y) ^>^> 2 

##^!lIIA-3 3:4. 4-t:X (4 -^J' □0 7x-;i/) - 1 - C4- (4-7 

ji/;d-D7x-;u) tf^^i^>- 1 r;i/3 -5 - (K->;u75y) ^>^> 2 

10 #%^jiiA-3 4: 1- C4- (4-7;i/^P7xii;i/) t°^-^v>- 1 --r;u 
] - 6-xt^;us;L'75/- 5, 5 ->'7x-;v^^it> 2J^^:i; 

##0iJIIA-3 5 : 1- [4- (4-7;l/:*P7x-;!/) lf^^>?>- 1 — TJU 

) - 5 -*;i/^;i/7sy-4, 4-v7xr.;i/A,:^+i-> 2^Mi^ 

##0iJIIA-3 6 : 4, 4-v7x-;L'-1- (4 -7x-;H:f^'J vV] -6 
15 - {Viy)VT^/) ^^1f> 

##^JIIA-3 7 : 3, 4-vt: HD-6-p< h^->- 1 ' - (6-7-feT-;U7 
5 7-4, 4-->'7xn;i/^4^$^;i/) Xtfu [:h7^U'>-2 ( 1 H) , 2' - 

##0^yiIA-3 8 : 3, 4 ->?t Hd- 6 -y< h^'>- 1 ' - (6-hv;U75 
20 y-4, 4-v7x-;l/^^v;i/) Xtfn C:h7iS'l/>-2 (1 H) . 2.'--t' 

##^JIIA-3 9: 3. 4-vfcHn-6-7^ h=^->- 1 ' - (6-^>>^;U7 
= y-4. 4-v7x-;i/^^>';i^) 7>tfa [:f7i57|/>-2 ( 1 H) , 2' - 
e^'J-:/>] 2:^i?i^ 
25 ##eajiB-l : 5- [4- (4-i?DP7x-;i/) - 4 - h: H P^^i^tf^'J v 

y] - 1 -:jj^;i^$;u7sy- 2, 2 ->'7x-;i/^>^> 

##^!llB-2 : 5- [4- (4-7;l/^P7x-;i/) \i^yi/>-l-^)V] 
- 1 -At^;i'a;u7sy- 2, 2 -v7xr:;i/^>^$'> 2:^^:^ 
##0iJlB-3 : 1 -5i^;U5;!/75y- 5 - (4 -t Hp^->- 4 -7x-jHf 
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^Ui^/) -2, 2->?7x-;i/^>^> 

#%^iJlB-4 : 5- [4- (4- hU7Jl/:?l-a;<5^;l/7x-;i/) -4-kKo 

##«HjiB-5 : 5- [4- [3, 5 - ( h U 7;U;tDp^5^;U) 7xz:;H 
5 -4-b KD^->e^U->V] -l-4^;i/^>'U7=/-2, 2-v7x-;U^> 

0mmiB-6 : 5- [4- (3, 5 - vi? □ □7x-;i/) - 4 - 1 F □=^^->t^ 

^us^y] - 1 -5i^;u5;i^75y-2, 2-i^7xn;i/^>^> 

##0iJlB-7 : 5- [4- ( 4 - ^ □ □ 7x-;U) -1, 2, 3, 6--rh5 
10 tFat!'Jv>-l-'1';H -l-*>'l^^>'1^7^y-2, 2-v7x-;U^>^^ 

##^^JlB-8 : l-3iN;i/S;i^7Sy-2. 2-v7xr.;L'-5- (4-7x- 

##«ajiB-9 : 5 - [4- (4-i?aD7x:i;U) tf^'Ji//] - 1 -^J^;!/^ 

15 ;i/75y-2, 2-':/7x-;!/^>iS7> mMm. 

##^J1B-10:7 - [4- (4-i^ao7x-;l/) - 4 - t KP^v'li'^U 

vy] - 1 -/J^;US;U7^/- 4, 4-v7x— ;u^7'^> 

##^J2B-1 : 5 - [4- (4-7;i/:tD7x-;W - 4 - t: K O^r^ tf^ U 

vy] - 1 -7|x;u = ;u7^y- 2, 2 - v7xr:;i'^>^> 

20 ##^J2B-2 : 1 -A}^;U = ;U75y-5- [4-t Hd4^->-4- (4^^K 
=^>'7x-;!/) tf^Uvy] -2, 2 -v7x-;i/^>^> ' ^i^:^ 
##C?iJ2B-3 : 1 -^;l/^;U7^y-5- [4-t: H 04^^-4- (2-eU 
>?;i/) fcf^UvV] -2, 2 -v7x-;'/^>^> 2iM.mM 
##^J3B-1 : 1 -7-t:5=-;i/75y- 5- [4- (4-^DD7x-;U) -4 

25 -t:HD^i>tf^U vy] -2, 2 -v7x-;U^>:^> 

#%fi^J3B-2 : 1 -7-fe h7-fe5";i/75y- 5 - [4- (4 □□7x:::;i/ 
) -4-t: Hn=r->tf^'JS^y] -2, 2 ->=7x-;U^>'^ > ^mi^ 
#%e«J3B-3:N- [5- [4- (4 -^^ OP7x- JU) -4-tFP4^>'t: 
^UvV] -2, 2 -i;7x^;U^>5=-;U] X^v>7a F^X5^;i/ 
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##0^'J3 B-4 : N- [5 - [4- (4 -i? Pa7x-;l/) - 4 - k K o^^v- tf 
^iJvV] -2, 2-v7xii;U'^>5^Jl/] X^v>7SH^ 
##^J3B-5 : 1- [5- [4- (4 Pn^x-jl/) - 4 - t K P^^S/tf 
^U->V] -2, 2->^7x-;i/^>5^;!/] -3-X5^;U'j7U7 
5 ##^j3 B-6 : N- [5 - [4- (4 -i? P P7xr:;W -4-k: KP^^xt: 
^U>?y] -2, 2-v7x-;i/^>^>ll/] ^:$^>7.;U7]^>7 5 H 
#%0iJ3 B-7 : 7x-;U N - [ 5 - C 4 - (4 - P P 7x -;[/) - 4 - 1 
FD^->h:^Uvy] -2, 2 -v7x— ;i/^>5^;i/] ;^7;U/^';<-h 
##f!j3B-8 : l-7±^)\^7B.y - 5 - [4- (4 - iJ' P P7xr.;i/) - 
10 4-t HP^ve^UvV]-2-7xn;P-2- (2-t°Uv;i')^>^> 2 

##^J3B-9 : N- [5- [4- (4 P P7x-;i/) -4-t HP^^v-e 

^U^y] -2, 2--:^7x-;i/^>^;i/] :t^+i-5 H^x5";u m^i^ 

##^J3B-10 :N- [5- [4- (4 -i7aD7x-;l/) -4-tHP^-> 
15 tf^'Jv/] -2, 2 -v'7x-;i'^>5";H -7 0:^5 F^X5^;i/ l^^:^ 
##f!j3B - 11 : N- [5- [4- (4 PP7xX;L') -4-kHP^rv 
hf^'Jv/] -2, 2->'7xx;i/^>5^;i/] ^')U^^}^m:r.^)l 

mmmi :^>i^)V 2-((2,2-v7xX;U-5-(4-7xX;Utf^Ui^y)^>5^;W 

7^y)-2-:t^yx5^;^;^J;^A;<-^ mmm 

20 ||»J2 : tert-y^;l/ 2-((2, 2-i/7xx;i/-5-(4-7xx;i/tf^U i^y)^>5^ 

7 5 y ) -2-^^ y x5^;i/:^ a' y - h 

mmmS : 4.4->^7xX;l.-7-(4-7xX;i/e^'J vy)^7°5^;U75> 2 J^M 
IIM4 : N-(4.4-v7xX;U-7-(4-7xX;i'tf^'J vy)^7'5=-;i/)-4-y^;!/ 

25 ^yiL>x)Vt^>T^\i ^mm. 

«^J5 :N-(4,4-v7xX;i/-7-(4-7xx;l/t:^>J>'y)^7'5';W7-ir^$ H 

e : N-^ > (4, 4- V 7 X x;U-7- (4- 7 X x;i/ ti ^ U V y ) ^ 7""5^>'U 

) 7 5 > 2 
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mmm? :N-(4.4-S^7x:i>)1/-7-(4-7x^>'H::^U vy)^7°5";U)-N-(3-;< h 

mmM8 :N-(4.4-:^7x-;U-7-(4-7x-;ue^'J vy)^7x;t/)-N-(2-^ h 

5 ^Mfy9 :N-(4,4-v7x-;U-7-(4-7x-;Utf^'J vV)^7'5";W-iN'-(2-7;i/ 

m^mi 0 : N-(4,4->57x-;U-7-(4-7x-;i/h:°^'J vy)^7'5^J^)-2-5^;^- 
7x>:^;^4^^-tf-5 F m^i^m. 

HMfdl 1 : N-(4,4->?7x:::;i/-7-(4-7x-;i/t::^'J vy)^7°^;!/)-2-7x 
^mmi 2 : N-(4,4-i^7x-;i/-7-(4-7x-;i/tf^U >'V)^7°5^;U)-N-{2- 
miMMl 3 :N-^>-:^;i/-N-(4,4-x7x-;!/-7-(4-7x-;i/t!^U 

;w-N-/5^;i/7S> 2mm.^ 

15 1 4~^»!l 1 3 1 ©{b'&tl. 



c^t^, R^niAP'^*^^^ m. ivnn.^^-. '!^mw.=f'. ^^onwrf) , c, 

67;i/4^;H (^!J> p^^JU, X^'JU. 7'De;i/75:^') P''{iCi_37;i'^U'> 
25 ) Sfc^3:Ci_6 7;l'3^>'S (^J, p^h^->. Xh4^v, yoJi^^^v-) $;R'' 




(la) 
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{t'&tida) (DMi^mtvxit. mmmi. 57. ss. 75. 76. 77 
, 8 0 sfc« 1 0 3 <Di\:^mu^m^i^^\ 

^tc. itjt2L./r^ (I b) ^rz\t (I c) -c^iozn^it'^^^rzit^om.h 
15 iTmib'&i^-efe-i)o 

it^^db) (DM.m^\tLx}t. mmm4 4. 45, 47. 104, 105 

, 1 0 6. 1 0 7, 1 0 8, 1 0 9, 115, 116, 117, 118, 120 
, 121, 122, 124, 1 2 5, 127, 128, 1 3 0 ^fc^di 1 3 1 (D'fk 

20 'fb-^tJ (I c) (DMWmtLT\t. IIW5 1, 5 9, 6 5cD^t'&«<i:-W 

:$^mmo)it^m (I a) CD^O K^iy^T'tt, ^#:f^tC^ttS^31^#T-e^^ 

-i^i^^tCck'&Rj?^fcj;D^b^tj (la) iz^m-^it^m. -rufD-^mmm\z 
mit. 3t7c, m7K'AMm^i^z.Lxit-^m (i a) izmt-r^it^^^ wmm\z 

25 iiOiiPTK^^/'cCif^&ScibT^l:'^!^ ( I a) tc»-r5{[:^^TfeoT<J:Vi„ 

(I a) (D-yo}^^y^tLX\t, it^m (I a) (D7 ^ J mt^T )V 

it. 7)i^Mt. Ki /vmit^ntcit'^!^ (^j, it^m (i a) (7)7sya;??^'x-r 
n^j^Mt. T^xjHt, ^>^;i/7ay;^;i/4^x;Ht:, (5-^5^;^-2- 
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ny^-Mt. \^n^)iy)V^^Mt. \inu-^ M^'y^'^MY.. tert-7* 

Ki/umit. {^om^\:-^nrzi\:^m m. -ft^ti (i a) oymm^^j^^Mt. 

/Vl^h^Mt. 7°aAV^;Wk. tfAa<;Hl:> ^C^y-Mt. y^^JMt. 
;U7t^'-;U;!-=^->X5^;UXX7^;Wb> 7i5^U v>'l/X7.f->'Ht:> (5-/5^;i/-2- 

10 :t=t^y-i. 3-v^^vu>-4-'r;w ^5^;i/xx7^;Wb> i/^p^^v;!/ 
\i^n^o z.ti^(D\\:^m\-^^Wik^o:^mzii-oxit^m (i a) t^ibm.m.r 

^tc. i^mM(Dit^m (I a) <Dy'u\^yy^},t. fKimj^l 9 9 O^fiJ 
15 ^p^pOF^^j H 7 #5tTl^f|- 1 6 3H;0^b 1 9 8KtfS@$nTV^5J:^fj:. :^ 
S^^frT-'ft-^tl (I a) tC^^kf^feCDT^oTfcctVio 

ib-g-^t! (lb) . (Ic) y''n}^^y'^tLxm^^Xh^<. 
^y^*<hL.T^i, HiilB^b^tl (la) (D'yaY^y'^''tmU(Dh<D^m^f^n^o 
(I) 7&^':^^?^i5i)cL, W;?>^'lS^D°D<hLTfflV^^)tl^^-&, ^tWmM 
20 61]}CfF^$n^:^;{>W^bVi. 

igm^ici^^^ti-si^iUT^, mBM. mw^. U>^^. -U> 

. vl/-<>^i^> 7-7;ui?^, msm.^. ^x>i?^, ?L^ig, ^ 

25 ^xs7s'T7^)ymM<D^r)U^mmt(Dmim^^^tiw. z.n^(Dmzm^^ 
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5 y— ;i/7S>> xs/^n^^->;u7a>. n, N-v^>i/>'Ux5^i/>-:/7S> 

{b^tl (I) ^/i^^Oiltt. »#lT'^oTt), 7K»T^oTfc 

10 ckV^o 

it. #§^¥8-2 5 3 4 4 7^i:^?g. 1 0 - 8 1 6 6 5 ^^z^Jlg, iit§i¥l 

1-7135 o^<l):mu^^zBW^^nx^^^yJm^^^^\t^tnzmc^y5mz 

15 -fb^tl. (I a) ^rzit^<D^\t. ^ 



R23-COOH ( I a - 2) 
20 ;£;$-trT7v;Hb-r'5>/6^. ^fctt, ^ 




a-1) 




(I a- 3) 
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R32^X ( I a-4) 

it'^m (lb) ^TzU^omt. ^ 




(I b- 1) 



1 kg-COOH ( I b- 2) 

10 ik'&ii/ (I c) ^ 

— NR"-CO-Alk-NHR^^ 

( I c - 1) 

(1) A 1 k27^^^g^S^WL/TViTfe=tViCi_67;i/^l/>S©il'&. ^ 

.k3-NR='°-A 1 kj-COOH (Ic-2) 

(2) A 1 k2f}^^'^^<^^u. ^ 

R3>-A I k3-NR3°-CO-X R3^-Alk3-NCO 

( I c - 3 )• 

\Ys%% (la-l), (Ia-3)> (Ib-1), (Ic-1) 




\ 
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i^it. mp.it. ^mw- 8-253447 ^'J):m. ^m^ 1 0 - 

8 16 6 sn'j^m. wm^i 1-7135 o^{ikWj.^^zB^^nx\^^^ij&$> 

^ (I a-2)> (I b-2) ^tzit (I c-2) T^^n^W^i^CO^^C^'lt 
5 mmi^tLXit. it-^m (Ia-2), (Ib-2) ^fzit (I c-2) (DmU 

^ (I a-4) xm-^n^K^^^mmWtLXit. 7=r)V^)V^^i^ti)Vts 

^ (ic-3) xm-^n^Kiit^-\i.mmwtLx\t. ^m\z7v-)im^rcit 

20 ^>')c:«<i?<5 K> l-a7 B. y)ti ^yV-JVUE) > -fV-vT 

h T^c ti, m^X y ->7^^- h ;<>WS b t/^o 
7v;Wb:l3=!:i;?'7l/'r i:^^co;^?£ [^y^^f, 77 

>^'>h:^J1/ ^;U-7° 7'U/tU'-V3>X (ORGANIC FUNCTIONAL GROUP 
PREPARATIONS) B2liS, 7;f7x5 7^ 7'1/Xa (ACADEMIC PRESS. INC.) IB 

25 m(Dijm'] izmcxnozt^^'^^o 

m^\t. ^ (I a-2) , (Ib-2) ^fclt (I c-2) T^^n^W^i^ 

(DR}t^mmw$>'^^^\t (ia-4), (Ic-3) xBi-^ti^KJt-^immi^^ 
3), (ib-1), (ic-1) ^rz>^t^(Di^t^. ^^i^mm^xKit^Wi^ 
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. TiiK-hU^k N, N-v^.5^;U^;i/a;U7S H (DiMF) . 7-th >. ^ 

5 5^;ux5^;!/^h>, v7^5^;U7>;u^=^^>'F (dmso) , 7i^u^^m$.$)^^^it 

10 umtbxit. mm^m^ ^mmmttiz^^jix^^o mmmmomtLxift 

mmMMt\^x\%}f:^}vy. 2, &-)Vv'i^>. h'jx5^;u7^>, n, n-s^ 
^fc, ti)VTf^ym.t^^^'&.s.7.^Mzii^x7yM\:t^m'^\z\t. it^^^ 

Lxl. 5^»©*;i'4^>M<i:->*->i:7nA:^'>;i/:^;l/7)^v<^ H (DCC), 1- 
X5^;^-3- (3 -v/5^;U7^/7'ot:°;i/) ;^;i'4^'v< 5 H-^^i^ (WSC 

iT^cl/^Ll. 5^*ON-t:HP4^>'iI«<^-r5 H (HOSu), 1-tHn 

^y^yXV^)7V-}\^ (HOB t), N- 1 HD^x- 5 -y;!/zi^;i^T->- 2 

25 , 3 -v;t(;U7}f^->-r 5 F (HONB) fS.E(Dti)Vt-yW.(D^'^it'^\'^^^-^ 
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F 




5 7)Vu^'ym ^V^ly. Xh^^v, -zfuifs^i^. h^iy ^-^u^^V^i^U 

. m^\mwi^^-2 5 o-s i e e 5^^/i$g, 

^11-7135 (m'jkm.f^E\zMm-^nx^^^i5'^h^^^\t^n\zm\:^^u 

Y^m^^t^r:i^. ucmz^m-t^^B.o:>^Vj-^Mnthx^mxh^. ^ 

15 „ 

^mm{mX.\t. yyV. V^ZX, ^;i/t«y -^It^. t^yv, -^T. 7'^$^, 

20 T^±{iis4^n§o 

flS;^ (malignant mastocytosis), ^01415?^ (exogenous obesity), 'M-i^^y 
o-U >'ttMil^(hyperinsulinar obesity), jgjfil5^'l4aE-^(hyperplasinic 
obesity), Tg#^'l4BEii (hypophyseal adiposity), Mjfil^ftttlE^;^ 
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.(hypoplasmic obesity), ^l^flS^il^gTIEP^ (hypothyroid obesity), 
T^'ltMChypothalamic obesity), IgfittM^ (symptomatic obesity), /Jn 
(infantile obesity), ±¥#M(upper body obesity), -k^mm 
^ (alimentary obesity), 'l4^HgiSTM?i(hypogonadai obesity), 
5 lEfiM^SCsyslemic mastocytosis), ^^'l4IE?i (simple obesity), "t^'L^M 
?i(central obesity) ;^i:c!:], M:ft/LiilS(hyperphagia) , mmmm. ^mnmW 

^Tz. (I) ■^ti\t'^(Dm.mmz^m'^n^mt. m^m. m^m-^ 
mmm. m^m'\immm. mi^m'i^nmm, m^m^wmu^). mmmitm 

15 :i^mm(DMCH^m,m^^um.mm.i^mt. ^n^n^t^m (i), da) 
, (lb), (I c) ^rcit^(DmM&)izn^^n^M^. ^o^^h^^^itmrn. 

20 itmmmw^m. mpL^t. mmmnz:^i^^mmm. mmm 
, m^m> -B-^^J. mmm. mmmtiE(Dmm^m^^^z.thx^^. 
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Hpc) uEmmM^n^o 

15 A, m-ft-O-if hx-^A. ^y7;7-7'J>^i^*UizU >n5:c^'(0MSM ; 
v/X5";Hi;i/P-7., t HP^'>ypkf;HrJl/P-7.f=j;c!fC9ll7Kttia5i'^7'j:i' 

liMi:UT«> U>^il. tmM. mm^. ^ x.ym.m^^(Dmi 

jk ^>v;u7;n3-;u, 7x:t-^JU7;i^p->'i/; xtHPM, y;i/tf>^ 
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a&^jm. mix. mm. ^m^^m)\z^±\z^-^-t^^t-^^r^^o 

^^m. id.i:U:^mM(Dmmm.f^^^<Dit'^^ da), (I b), (I c) Sfc 

^ti 6 0 k g) izmu^^-r^m-^o i b o cds-^*«, -tn^nm^m^-c 

15 (I), (la), (lb). (Ic) ^fctt^©g^W(3lf^^n^^ 

i:LT, 1^0. l7^cC(/ibl<]5 0 Omg> SL/< 1 ^Jil^^bltJ 1 0 Omg, 

m^iixsmMUfm\zm^^m^'Bc.\t^t^'^Mmmmm^m^^^^tii^'^^^. zl 
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^UOm^) . JTT-501. GI- 2 6 2 5 7 0. MCC- 5 5 5> YM 
-440. DRF-2593, BM- 13-1258> KRP-297, R-1 
19702, CS-0 1.1 tjiE^m^i<btl^o 

10 i^U-F, ^5"yU-H (KAD- 1 2 2 9) , J T.1:- 6 0 SUE^m^f'^tl 

-So 

f)m^f^n^o <>X'J>chLT«, 0. 4 5;6^b0. 9 (w/w) %(Dffiib'^ 

?^^43. <>xu>{c«. ^3i5eiM, mmm. r.mm. ^mm. ^mmrs^^m^ 

25 /3 3 7HI/:^'J>S§#:f^»J^itTJt, -^J^^i*> AJ-9677, BMS- 
196085> SB-226552> AZ40140 U^t}^m'^f <bn^o 



wo 01/21169 



93 



PCT/JPOO/06376 



V V ; <^V7s^v V ; '^-yVT.^v h ; SNK-8 6 0 ■rJits)V\^7.^v V ; 
AR I -.5 0 9 ; AS - 3 2 0 1 UEtm^l 

T'DxO^^^:^— tf'CPfiS^ii'UTtt, m7.\t. NGF. U-ZZZmU^ifmi ^ 
10 , ^x'>5^> (memantine) , tfT'^r K U > (pimagedline ; ALT-711) fd:^'^^*^ 

±sB ^Mjk}£fhWMi tLx\t. mpiit. 7yi^:tv^yyy^mmmmMM. 
20 ^)iy^A^mm. :f3^J0A^^y^-)vmnm. yyy^T-yyyu^^mu^ 

7y>^:i-5^yyy^immmmmtLxi,t. mpi\t. ;tf7>yu;i/. ji-tyy' 
7y-\iy'^))V. (^M) x^yu;u. Uvyyu^k 'i'5;$^7''j;k 

2s yf£^f}m^i^n^o 

AL 057K NIP-12l;^cC<h'^'#tf 5>n'5 = 
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HMG-co AmTtmmmmmtbxit. m^'^t^ -f^nT^^^y. '^yn?. 

/tX^^>, ^^n7.^^y. ZD-4 5 2 2^;^c:«^nb©^ (^J, i-v\)0 

o 

15 ^r^it'/^A, ^^'-tiAA, ^P+tl-y^A, 7*DT-t:AA. D-^izAA. 7 

; u 7° ^ y ^ A . 7 ; 1/ V 7 if/ N' A (if b n -5 o 

±12 morDMi tl^X\t. mA.ii^ y)V:t^iz^y. 7Jl/4?^+>-5 < 
^7°7 5 A°n^-fe5">. it- h^U yuE^m^f^ti^o 

25 m^fm^timmmmtms.^'^t)^nx^^nu^i^\ zo^^un^mmti^ 
F^mMMt^m^ \zmmitLxn^n^ 2m(Dmm(Dm-'^^'^^x(Dmm^ 
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mu^^^^^romm^^. (5) MCHi^iinm^rzitmmm.^mtmmmm 

OT<^#%f!l> r^iSj Ji, OUi^^LS 0X:^9ikL. ^(7)m(D^m 



15 s : '>>^^l/>>' h (singlet) 

d : ^*7>>y h (doublet) 

I : huyi/>y N (triplet) 

q : ^7)\/T-y hiqnurlel) 

. Di : T;i/5^7V^y h(multlplet) 

20 br : 7"'d— H (broad) 

brs : 7*P— H->>yi/'>' h (broad singlet) 

ABq ; AB^yjl'ry h (ABquartet) 

dd : ^T'jl/^Vl/iy h (double doublet) 

J : ;^>^y7°U >i/^^ (coupling constant) 

25 Hz : ^;i/^y (Hertz) 

CDCI3 : S^Dn4^;i/A 

THF : xh^tHa7^> 

DMF : N, N-v^5^;U4^;i/A7S H 

DMSO : v;>^x;U7,;U^}^=r->H 



wo 01/21169 



96 



PCT/JPOO/06376 



UPAC-IUB Co mm ision on Biochemical Nom 
e n c 1 a t u r e iz^^m^$>^^^itmU6^mziin^mmm^izm':^< h 

DNA 
c DNA 
A 

10 T ■ 
G 
C 

RNA 
mRNA 
d ATP 
dTTP 
dGTP 
d C T P 
ATP 
EDTA 
SDS 
E I A 
G 1 y 
A 1 a 
25 V a 1 
Leu 
I 1 e 
S e r 
Til r 



15 



20 
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Cy s. 


: S/^T^-f > 


Me t 


: :^^-^ZLy 


G 1 u 


: 5 ym 


Asp 




L y s 


: 'Jx> 


A r g 


: 7;U^-> 


H i s 


: tX^v> 


Ph e 


: 7x-;U77-> 


Ty r 


: ^uyy 


T r p 


: hU7'h77> 


Pro 


:7'n'J> . 


A s n 


: 7X/N°5^> 


G 1 n 


: ^)\^^ 5 > 


pG 1 


: t°o^;i/^5>i? 


Me 




E t 


: x^;us 


Bu 


: y5^;us 


Ph 


: ■7xn;i/S 


TC 


:^7y'Ji^>-4 (R) = F 



20 s;^c, immm^xmm^^^m.'^^s '§kmk^^im%^'mmz^x.: 

T o s : p - h;ux>x;U4Nn;p 

CHO : zt^;!/^;!/ 

B z 1 : ^>v;i/ 

25 ClgBzl : 2, 6-v^DD^>v>'U 
Bom : ^>v;i/:t4^->;^5^;i/ 

z . : ^>-:^;i/:t^->*;i'3[t^-;i' 

C I - Z : 2 -^Pa^>v;i/^^>^*>'UfcJU 

Br-Z : 2 -7*nt^>v;i/^=^^->*;Wfc;U 
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1 - 1: H o =1^ >X h U 7 
3, 4-xt:HD-3-h Hn4^v-4-:t=^V- 
1. 2, 3-^>yhU7v> 
N-t Kn=^'>-5-y;i/7}^;U^->-2, 3-v;^;i/ 
10 4^4^ W 5 K 

N, N' -i^'>^n^^iyjltl)i'^iy^ 
: l-X^;U-3- (3-v^5';i'75yyafc:» 1:j)V 

: 4->^^5^;i/7 5 / fcfU v> 
15 IPE : v-r vyolfjUX— 

N, N-v;<^;U7ts;i^A7 5 H 

20 7-7 hSLC-l<&Zl-H-r'5cDNAC0Xi:7 iJ-->^{C^fflLfc-&^DNA^^-r„ 
[iH?iJ## : 2] 

(i5JiJ#^ : 3] 

25 CIB^J#^ : 43 

m icsa 1 I isinsB^ijTi^ip $ n. g 3'iiij (cspe I %mmwi^ii\i ^ tiT^c ^ ^ h 

SLC-lcDNA(7)±i^SiH^J^^T« 
Ci5^iJ#^ : 5 ] 

7 hSLC-l3^ilCH0lfflJiS©^^ 0->{C*3tt^SLC-lmRNA(D!^^ft^fflil^T'5) 



Bog 
DNP 
Tr t 
B um 
Fmo c 
HOB t 
HOOB t 

HONB 

DCC 
WS C 

DMAP 
I PE 
THF 
DMF 
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fcSbizmmbrz^J-^^y'D-zf (riboprobe) ^^r^To 
imm^: 6) 

CE^J#^ : 7 ] 

CE^J#^ : 8 ] 

immn 9 d 

10 C@E»^ : 1 0) 

k: hSLC-l(S)^Il- K-r'g)cDNAC07;i7U-->^}C^fflbrc:-&fiKDNA^^r. 

h hSLC-l(S)$D - Kf^cDNACOX^ U -->^fC^ffl L.fc^«A^^-r. 
CE?'J#^ : 1 2 ] 

15 h hSLC-1 (L) FT^cDNACDX^ U -n>^{C<seffl UAc^JSJcDNA^^-to 

CI2^J#^ : 1 3 ] 

t hSLC-KD^U- FT'5cDNA©7.^ U -->i:7'(C^ffl L^c-^^ilcDNA^^-r. 
CSH^J#^ : 1 4 ] , 

20 SLC-KS) cDNACD±i^S@2^J^?K-ro 
(gE^i#^ : 1 50 

SLC-KL) cdnk(b±^mMn^^to 

Ci2»^ : 1 6] 

25 khSLC-KS) CH0m*5 J; t>' t h SLC-KL) %;iCH0ii!S(75S-^ P->lC*3 
tt^SLC-lmRNA(D^^*?rlPiJS-r'l)/ti6JC^fflL/i'J4^yD-y (riboprobe) ^ 

tS7°y:^S, Kt3<fc^JgM^^# Escherichia coli DH10B/phSLClL8(i. 1 
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1- B^^'^mmmm'Mxm^wM^^x^xmi^WM^wi (n i bh) ^zm 

f6#-^FERM BP- 6 6 3 2(hLT, ¥^11^1^21 Bf)^^Mm^A' 

^mmnfir (ifo) \zm%^mFo i 6 2 5 4tLx^¥i-^nx^^^o 

5 Hi^^J 

iixr(Dm^m i a~iva«. #m¥8 - 2 5 3 4 4 7^i.^$gtct^oTg}it-r^ 

##f!jIA-l : 1- (5-757-4, 4 - v7x-;i/^>^;l/) -4-7x 
-Jl/hf^'Jv> 1- (5-^;UA75/-4. 4-v7x-;K>5^;I/) -4 

10 -7xr.;utf^Ui^> 

##esjiA-2 : 3, 4 -vt Fn- 6 h^v- 1 ' - (5-757-4. 
4-v7x-;i.^>^;u) 7. en (IH) , 2' -tf^U>?> 

##^JIA-3 : 1- C5-75y-4- (4 -p^ h^->7xr:;W -4-7x 

15 -;i/^>5^;u) -4-7x-;nf^u v> 

##^JIA-4 : 1- C 5 -75 7-4, 4-^7 (4 - 7 □ □ 7 x ^> 

9^;!/] -4- (4-7;i'^D7x:i;u) tf^^v> 

##^ajrA-5 : 3, 4->^t:HD-6-^h^->-l' - (6-757-4, 
4-v7x-;L'^^v;U) 7tfn C:h7i5'l/>-2 ( 1 H) , 2' -lf^'Jv> 
20 ] 

##^iJIA-6 : 3, 4-vt:HD-6, 7 -v7 h4^v- 1 ' - (7-75 
y-4. 4-v7x-JU^7'5^;i') 7tfO C-^" 7 U > - 2 ( 1 H) , 2' -tf 

##0iJIIA-l : 1- (N, N-v75^;i/75 7) -4, 4-v7x-;U-5- 
25 (^N;P5;1/757) ^>^> 

#%9"JlIA-2 : 1- (N-^>>';i/-N-7^;i/75 7) -4, 4-i/7x- 
;i/-5- (4^;i/5;i/7 5 7) ^>^> ^^i^ 

#%^JIIA-3:4, 4-v7x-;t'-5-A}^;U5;!/75 7- 1- (^;U:i^U7 
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pmmWA- 4 : 4. 4-v7x-;[/- 5-Aj^;i/5>'l/7$y- 1 - (2. 3, 4 
, lH-3-^>X7iffc:>-3--f;W ^>^> i^m^ 

##^JIIA- 5 : 4. 4-i/7x-;i/- 5-4^;i/5>'L'7$y- 1 - (4-7x- 

5 0^%mUA-6 : 1- C4- (4-7;l':rn7x-;!/) h:^^ v>- 1 
-5-4^;U5;i/7$y-4, 4->'7x-;i/^>^> 2:^^:^ 
##^^jnA-7 : 3, 4->?fc: HD- 6 h^->- 1 ' - ( 5 -7j^;i/a>ll/7S 
/-4, 4-v7x-;K>5^;1') XtiO [•^7:5' U>- 2 (1 H) , 2 ' - hf 
^U-:/>] 2i^^:^ 
10 ##fyiIA-8: 1 -^>>?;i'75y-4, 4->^7x-;!/-5- (h'>;U75 

##^!jIIA-9 : 1- (N-^>v;!/-N-^5^;l/75y) -4, 4-v7x- 

##fiNjIIA- 1 0 : 4, 4-f/7xn;U-l- ( 3 - " h □^>v;U75 / ) - 

15 5- {hiy)i7^y) ^y^y 

##^JIIA-11 : 1- (3-75y^>i^Jl'7Sy) -4, 4-v7x::i;i/- 

5- {vy)V7^j) "^y^y 

##^^JIIA-12 : 4, 4-v7x:i;U-l- C3- (y h^->*;U4^r:;l/) ^ 
>y;i/75y] -5 - (hi>;i/7^-/) ^>i5^> m^:^ 
20 ##«^yiIA-. 1 3 : 4, 4-v7x-;i/-l- ( 2 - tf =1 U ;1'7 ^ / ) -5- ( 
Y'y)W^J) ^y^y 2^"!^ 

##^^JIIA- 1 4 : 4, 4-v7x-;L'-1- ( 1 -^^ti-y^^I/X 5 7 ) - 
5- (hv>)l/7^y) ^>^> 

##^JIIA- 1 5 : 4. 4-v7x-;i/-l- (4 - 7x-;Uhf^^>^>- 1 -. 

25 -rjv) -5 - (h>/;i/7=y) ^>^> 

##^JIIA- 1 6 : 4, 4->^7x-;i/- 1 - [4- ( 2 hn^v7x-;U) 
t:^^v>-l— TJW -5- (hS/;!/7ay) ^>5'> i^M^ 
##0iJIIA-l 7:4, 4->?7x-;!/-5-yS/;U7^/-l- (4-7x11 
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##^JIIA-18 : 5-'K>-ti>X;l/7}^r:;U7Sy-4. 4-v7x-;U-l- 

#%fJIIA- 1 9 : 4, 4-v7x-;U-l- (4 -7x-;Uti^'J vV) -5 

- (2, 4, 6- hU^5";U^>if>X;l'4^-;L'75y) ^>^> 

5 ##^>IIIA- 2 0 : 4, 4 - v7x:n;i/- 1 - (4 -7xr:;Utf^U v/) -5 

- (2, 4, 6 - hu< V7'Dtf;i'^>-{f>;^;u^-;i/75y) ^>i5'> 

##^njllA- 2 1 : 4, 4-v7x-;U-5- (l-i-y^)l^)\^t^-)]^7S./ 

) -1- (4-7x-;i.tf^U'>V) ^>:S^> 

##^?iJIIA- 2 2 : 4, 4-v7xn;l/-5- ( 2 -:f-75^;U7.;i/^— ;U7^ / 

10 ) -1- (4-7x-;i^e^u V/) ^yi^y 

##^JIIA-2 3 : 3, 4-vtFD-6-/ h=^v- 1 ' - ( 5 -7-tl5';l/7 
4->'7x-;l/^>^;i/) 7.tfa C:^7^^'>-2 (IH) , 2' - 

##{?iJIIA-2 4 : 3. 4-vtiKD-6-^h^>'-l' - (5-Nv;i/7S 
15 y-4, 4-v7x-;i.^>5^;i/) XfciD [•:^7i$'l/>-2 (1 H) , 2' -If 
^Uv>] 2iLKi^ 

##^riJIIA-2 5 : 4- (4-^an7x:i;W - 5 -4^;i/^;U7a y - 4 -7 

x-;L'-i- (4-7x::i;nf^u v/.) ^y^y 

##^JIIA-2 6:4- (4-^'DD7x— ;U) - 5 -4^;l/$;i^75 7 - 4 -7 

20 x-;i/- 1 - (4-7xii;nf^^v>- 1 ^>^> 2^i^:l • 

^%m\lA- 2 7:4- (4 -^□□7xZi;i/) - 1 - [4- (4-7;i/:ta7 

xn;i/) if^^v>- 1 --r;!/) - 5 -^;i'^;i/7 = /-4-7x-;i^^>^> 

##0iJIIA-2 8 : 4- (4 -^□07x— - 1 - C4-. (^7 xZljUp^^^- 

25 ;u) b:°^^v>- 1 r;!/] -5-:;i^;i/5;u7sy-4-7x-ji/^>^> 

##firiJIIA-2 9 : 5-At^;U5;i'75/-4- ( 4 - h=^^->7x -4- 

7x-;u-i- (4-7x-;uti'^'j vy) ^>i$'> mm^ 

##^njllA-3 0 : 4- (4-;< h + ->7xn;U) -5- ( 1 -^75^Jl/X;U>J^ 
-;i/7S/) -4-7x-;U-l- (4-7x:i;!/t°'^'J vy) ^>5'> 
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##f!jIIA-3 1 : 4, 4-k*X (4-^nayx.-Jl) -1- C4- (4-7 

;i/;rD7x-;i') \i^yi^y-i-^M - 5- (jj^;i<'=;i'75y) ^>:$'> 2 

is 

5 ##filIIA- 3 2 : 4, 4-t:X U-^PD^x-;!/) - 1 - [4- (4-7 

)ltayj:-)V) if^^v>- 1 - 5- (p<>-;i/7$/) ^>^> .2 
##^ryilA-3 3:4, 4-t:7; - 1 - C4- (4-7 

;^;^-□7x-;^) h°^^>?>- 1 — - 5- (h>';uriy) ^>^> 2 

10 

mmU\A-3 4 : 1- C4- (4-7;U:tP7x-;i') e^^>?>- 1 --I";!/ 

] - 6 -7j^;i/5;u7ay- 5, 5 -v7xii;i/^=i^+f-> 2:^i?]^ 
##^jiiA-3 5: 1- [4- (4-7;i'^D7x-;u) h:^^x>- 1 — r;u 

] -6-7K;l/5;U75/-4, 4-v7x-;i/'\4^-tj-> 2i^i?i^ 
15 ##f!|IlA- 3 6 : 4, 4-v7x-;i/- 1 - (4-7x-;H:^U v/] -6 

- (hv;u75y) ^^-y-> js^:^ 

##f!jIlA-3 7 : 3, 4-vk KD-6-p< h^v- 1 ' - (6-7-fe^;i/7 
^/-4, 4-i^7x-;i.^4^v;l') XtfD C:^7:$'l/>-2 (IH) , 2' - 

20 ##f!|IIA- 3 8 : 3, 4-vl:: Fn-6 h^^v'- 1 ' - (6 - h>';^75. 
/-4. 4->^7x-;1/^^v;L') 7>k°n C-^7^I/>-2 (IH) , 2' -tf 

^uv>] mmm. 

. ##f!jIIA-3 9 : 3, 4-vh:Hn-6-^ 1 ' - (6-^>v;i/7 

57-4, 4-v7x-;i/^=^v;i') 7«biD ii-y^u>-2 (IH) , 2' - 
25 tf^>j-:/>] 2mBM. 

##^JIIA-4 0 : 7 -7-lrx;!/7^y-4, 4 - i^7 xH^l'- 1 - [3- (7 
##F!lIIA-4 1 : 7 -7-iz5';L'75y-4, 4 - S^7 x 1 - (i3-7x 



wo 01/21169 



104 



PCT/JPOO/06376 



##f!|IIA-4 2 : 7 -Z-tl^^^l/JSy- 1 - [2- (6, 7-i//h=^'>-l 
, 2, 3, 4-f-hy\i\^ui'y^)V7^y) ] -4, 4 - -/7xz:;i/^7°i57 > 

O • TTTl ^tTTi 

##MlIA-4 3-: 7 -7il^}l7^y -I - {N-^>i/;U-N- C2- (6 
5 , 7--:/^ h^v-- 1. 2, 3. 4-xh^t Ko:t-75^;i/) ] 75./} -4, 
4-v7x-;i/^7°^> 21^^:^ 

##^!iIIA-4 4 : 1' - (7-7-b:5";l/75y-4. 4 ->?7x 

) -3. 4->^h Ko- 8-p< h=l^>-7.k°o (:;h7i5' l/>- 2 ( 1 H) , 2' - 

10 ##^JIIA-4 5 : 1' - (7 -.7-t5^;i'75y-4, 4 -e/7x-;i.^-7°5^;U 
. ) -3. 4-vt: Hd-6-;< h^->7.fcfP ii-y^U>-2 ( 1 H) . 2' - 
e^Uv>D 2:1^?:^ 

##^JIIA-4 6 : 1' - (7-7ir5^;l/7=y-4, 4 -i/7x-Jl/^7'^;i/ 
) -3, 4-vtKD-6. 7-v^ h4^->XtfD :i-y^\y>-2 ( 1 H) . 
15 2' -tf^Uv>] 2:^^:^ 

##^JIIA-4 7 : 1' - C7- (i/^n^^i^JV7-t^)V) 757-4, 4- 
v7x-;U^y5";W -3. 4->'fc:HP-6, 7-v/h^vXtfP ['^7^5' 
lx>-2 (IH) , 2' -tr'^Uv>] m^:^ 

##^JIIA-48 : 3, 4-vkKP-6. 7-v^h=^->-l' - C4, 4- 

20 s^7x-;u-7- (7x-;i/7-tr5^;i/7sy) ^7°^;W 7.ifp ii-y^[y>- 

2 (IH) , 2' -t°^U5^>] 

#%^JIIA-4 9 : 3. 4-vt HP-6, 7-v^h=^v-l' - {4, 4- 
v7x-;U-7- C (2 -7;i/^P7xn;U7-tl5^Jl/) 75/) ^^^^JU} Xtf 
P C:H7^^>-2 (IH) , 2' -h:^U>^>3 i^^il 
25 ##^JIIA-5 0 : 3, 4-vhHP-6. 7 - v;< N + v- 1 ' - { 4, 4- 
v^7xn;U-7- C (4-7;i':tP7x-;i/7-tl5^;!/) 75/] ^^5^;!/} Xif 
P C:^7^5'l/>-2 (IH) . 2' -t'^US^>] ^g^^ . 
##fJIIA-5 1 : 3, 4-vbHP-6, 7 - v/ h^^v- 1 ' - { 4 . 4- 
v7xn;U-7- C (4-^PP7x-;l/7-t^;U) 75/} ^7°^;l/} 7.ep 
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ii-y^i^>-2 (iH) , 2' -e^uv>] 

##^?iJIIA-5 2 : 3, 4-vt:HD-6, 7 -i^p< N^->- 1 ' - { 4. 4- 

C:^7^^>-2 (IH) , 2' -tf^Uv>] ii^:^ 
5 ##^JIIA-5 3 : 3. 4->'tHD-6, 7 - h=^^'>- 1 ' - { 4, 4- 
v7x:^;i/-7- C (4-zLhnyx.z-)\^7-t^)l) 75/] a7x;H Xtfn 
ii-y^\y>-2 (IH) , 2' -tf^';v» ^i^M 
##^JIIA-5 4 : 3, 4-v^kh*D-6, 7 - h=^r->- 1 ' - { 4, 4- 
>'7x-;U-7- C (4-^5^;U7x-;U7-fe:5^>'U) 75/] A7'5^;i/} XfcfP 

10 ii-yi^u>-2 (IH) , 2' -tf^'J->*>] mMM 

##^yiIA-5 5 : 3, 4-vt:HD-6. 7 - h^^v- 1 ' - { 4. 4- 

v^7x-;u-7- c (4- hU7;i':rpp<5^;U7x-;i/7-ii5^;w 75/] 

^}]/} 7.\^n ii-y^U>-2 (IH) , 2' -t!^Uv>] J^^^ 
##^JIIA-5 6 : 3, 4-v^tKn-6. 7 - f/p^ h=^'>- 1. ' - (4, 4- 
15 v7x-;i/-7- C (2 -/ h^v7x-;U7-iz5^;W 75/] ^y^)i} T^tr 

□ C:l-7^Ix>-2 (IH) , 2' -tf^Uv>] 

##^JIIA-5 7 : 3, 4->'kHD-6. 7 - v/ h=^^->- 1 ' - { 4 , 4- 
>^7x::i;U-7- C (3 h=^'>>'x-;U7-lr5^>iW 75/] ^7'5^;i/} 7.tf 

□ C:h7i5'l/>-2 (IH) , 2' -if^Uv>] J^i^^S 

20 ##^?iJIIA-5 8 : 3, 4-vtiKo-6, 7 ->^/ 1 ' - {4, -4- 
v7x-;i/-7- C (4-/ h^>'7xn;i.7-fe^;W 7 5/] ^y^)l} 7s tf 

□ ii-y^U>-2 (IH) . 2' -t!^U>?>] 

##^JI[A-5 9 : 3. 4-vt:KP-6. 7-v/ h^v- 1 ' - {7- [ ( 
3, 4-v/ h^v7x-;U7-fe5^;U) 75/] -4. 4 -->*7x-;U^7°5^;U 
25 ) TslfD [ty^U>-2 (IH) , 2' -tf^Uv^>] iimi^ 

##^jnA-6 0:3, 4-vtHn-6, 7 - h=^v- 1 ' - { 4, 4- 
-:/7x-;i'-7- C (3. 4-/5^1/>v;e-=^v7x-;i'7-t:5^)l^) 75/] ^ 
y'^M X\dn ti-y^u>-2- (IH) , 2' -fcf^'Jv.>] ^iJi^ 
##f!|IIA-6 1:3, 4-v^tlKO-6, 7-v/ h^i/- 1 ' - {4, 4- 
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\yy-2 (iH) , 2' -tf^U-:/». 

##^JIIA-6 2 : 3, 4-':^t:FP-6, 7 - h^^v- 1 ' - { 4 , 4- 
v7x-;i/-7- C (2 -5"x-;i/7-fe5^;i/) T^yJ Xtfa C:^7 

5 i$'!/>-2 (IH) , 2' -e^Uv>3 ^i^i^ 

##^JIIA-6 3 : 3, 4-vhHD-6. 7 h^v- 1 ' - { 4 , 4- 
v7xn;U-7- C (3-5"X-;!.7-fe?-JU) 7 = /] ^7^;!/} xeo (::h7 
:i7l/>-2 (IH) , 2' -tf^'J>?>] i^iS^S 

##^!lIIA-6 4 : 3, 4->'bKo-6, 7 - v;< h^->- 1 ' - { 4 , 4- 

10 v7xii;u-7- c (3-7x-;uyDtr^x;i/) 75 ^y^^ji/} xifa [ 
^y^vy-2 (iH) , 2' -tf^Uv» 

##^JIIA-6 5 : 3. 4-vkh*o-6,' 7-v;< 1 ' - {4. 4- 

>'7x-;i/-7- { C3- (4-p^ h^'>7x-;i/) 7*Pt!:rx;U] 75/} A 
y'^M XtfO [i-7i5'U>-2 (IH) . 2' -hf^'J>'>] i^i^^t 
15 ##e«JIIA-6 6 : 3, 4->'tFD-6, 7 - v/ v- 1 ' - { 4 , 4- 
.v?7xX;i/-7- [ (1 -:h75^;i'7-fe5';i/) 75 73 ^^5^;!/} XtfO C^7 
^l/>-2 (IH) , 2' -lf^U>?>] ili^:^ 

##f!lIIA-6 7 : 3, 4-vbHn-6, 7 - v;^ h^^v- 1 ' - { 4 , 4- 
v7x-;i/-7- C (2 -:h7^>'l/7-fe5^;!/) 75 7] ^T^^JU} XtfP l::^7 
20 ^I/>-2 (lH), 2' -e^U'>*>] l^i?:^ 

##^JIIA-6 8 : 3, 4--::^fc:h*ci- 6, 7 - v/. h=^->- 1 ' - { 4 . 4- 
tiX (4-7;U:tD7x-;i/) -7- C (4 -p^ S^'>7x -;U7-fe5^;i/) 75 
/) 7«tfa C:^7^l/>-2 (IH) . 2' -t!>^ •;'>*>] '^^M 

##^JIIIA- 1 : 

25 (1)4, 4-v7x-;i/-5-t Ho^->-6-^yx>-hU;i/ 

(2) 7- (6, 7-v^h^->-l, 2. 3, 4-xh^t Hp:^7^U>- 
2-XeP-2' -e^'jy>-l' -<;i/) -4, 4-v7xX;!/-5 -^7' 

(3) 1- (7-75/-4, 4->?7xr:;i/-2-^7x-;W) "6' . 7' - 
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##f!jIIIA- 2 : N- (7 - (6. 7 -vp^ h4^->- 1 . 2, 3, 4-f-hy 
t HD:h7i57U>-2-7>hfa-2' -hf^'Jv>-l' --f^l^) -4, 4-v 
5 7x-;i.-5-'\7°T--;l') -3- (4-^ h^x7xr.;W 7°Dt:^>75K 

in ^^IH 

#%^JIVA-l:4, 4-i^7x-;i/- 1 - C (6-/ h^v- 1, 2, 3. 4 
-T^h^t Fa-2 -:^75^;^) 757] -7- { C3- (4 h=^>^7x- 

M -y'uMirzi-M ray} ^7°^> 

10 ##^JIVA-2 : 4, 4-v7x-;l/-l- C3- (4 -p^ h + ->7x -;U) e 
^Uvy] -7 - { [3- (4-7^ h^S>7x:^;i/) 7°Dtf:tn;W Tsy} ^ 

##^JIVA-3:4, 4-v7x-;^-l- (4 -7x-;Hf^'J ) -7- 
[ (3 -7xn;U7°Ptf;r::i;U) 75 7] ^7':$'> 'mi'^ 
15 #^^JIVA-4:4, 4-v7x:i;i/- 1 - [4- ( 3 h=^->7x-;W hf 
^U^y] -7- C (3-7x-;!/7'ntf:t-;i/) 75/] A7'^> 
##^r!lIVA-5 : 4, 4-v7x-;i/-l- [4- (4 h4^'>7x-;i/) kf 
^U>?y] - 7- { C3- (4-y h^>'7x-JU) -fuM^-M 7 = y} 
7°i$'> 

20 ##^JIVA-6 : 4, 4->^7x3i;U- 7 - { C3- (4 -y v7x£i;i/) 
7°ni:f^-;W 757} -1- [2, 3. 4, 5-7^h^tFn-3 ( 1 H) - 
^>X7iit:>- 3-<;i^] ^7°^> 

##^JIVA-7 : 1- C7-7-fe^;i/-2, 3, 4, S-xh^tHD-S (1 
H) -^>X7ilt:>- 3-<;i/] -4, 4-v7x-;i'-7- { [3- (4- 
25 7h4^v7x-;i/) 7'Dfcf^=i;i'] 75/} ^7'^> 'smM, 

##^JIVA-8 : 4, 4-v7xr:Jl'- 1 - (7, 8-v/}^^->-2, 3, 4 
. 5-T-h«^I::KD-3 ( 1 H) -^>X7-fe* tf >- 3 -7- { C3- 

(4-/ l-.^'>7x-JW rfuM^-M 75/} ^7°:S7> i^^:^ 
##f!|IVA-9 : 1- (8, 9 ->^7 h4^->- 6, 6 -S^p<5^;U- 1 , 2. 3 
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, 4, 5, ■6-^+1ttiKa-3.-^>X77'>>-3-'r>'l/) -4. 4-->'7 
x-;!/-7- { C3- (4-p^h^>^7x-;i/) -fnii-^-ji) 75/} ^7°37 

##9^JIVA-10 : 4, 4-v7x-;U-7- { [3- (4 h^'>7x-;l' 
5 ) -y'uMis-^M 757} -1- (>^7>-l. 2, 3, 4, 4a. 9. 10, 1 

###1JIVA-11: 1- (3-7-tf-6-y5=-Jl/- 1, la, 2, 3, 4, 4 

a-^=iPij-tFn-9-7;u:ri/y>-3— r;i/) -4, 4-v7x-;i/-7- 

{ C3- (4-/ h4^->7x-;i/) -ZtuMi^-M y^J) ^7'^> 
10 ##«?iJIVA- 1 2 : 3, 4-v^fcHD-r - (4. 4 - v7x-;i/- 7 - { C 
3- (4-p^>4^v7x-;U) yotf^3:;W 75/} ^7°5^JP} ^tfn C^7 
^U>-2 (IH) , 2' -eDU'>*>] .1:^^ 

##^JIVA- 1 3 : 3, 4-':/tHn-6-/h^'>- 1' - {4, 4-v7x 
-;U-7- { C3- (4-/ h=^v7x3:;l') 7°Dtf^-;W 75/} A7'5^;i/ 

15 } XtfD [^7i$'l/>-2 (IH) , 2' -tf^Uv>] 2:^^i^ 

##f!lIVA- 1 4 : 6-Xh=^i/-3. 4 - vt F P- 1 ' - { 4, 4-v7x 
-;i/-7- { C3- (4-/ h=^^'>7x-;U) 7'o kf;^-;!/) 75/} A7°5^;U 
} TltfD C^7:$'l/>-2 (IH) . 2" -t:^Uv>] 
##^JIVA- 1 5 : 3, 4--:/tFP-6. 7 h^~>- 1 ' - { 4, 4- 

20 .v7x-;i/-7- { C3- (4-vp<5=-;U75/7x-;i/) 7*ae:t-;i/3-75 
/} ^y5^;U} XtiP C:f-7^1/>-2 (IH) , 2' -t:^'JS^>] i^i?:^ 
##F!]IVA- 1 6 : 3, 4->^tHP-6, 7 -S^*/ h^Pv- 1 ' - { 4 .■ 4 - 
v7x-;!/-7- { C3- (4-7;i/:rP7x-;i/) 7°Pt:^:::;W 75/} ^ 
XtfP C^7i$'i/>-2 (IH) . 2' -e^ •;->'>] i^^:^ 

25 ##fJIVA- 1 7 : 3, 4-vkKP-6, 7 -S?/ l^^^S/- 1 ' - { 7 - { C 
3- (4-^J'PP7x-;i/) -y'uMir-M 75/} -4, 4 - -:^7 x 
7";i/} XtfP C:h75^U'>-2 (1 H) , 2' -t:^Uv>] ^m)^ 
##«?iJIVA-l 8:3, 4-vi:iKP-6, 7-v/ V^'y- 1' - (7 - { C 

3- (3, 5 -v7;^;^-P7x-;^) ype^-^w 75/} -4. 4-v7x 
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-JU^y'^M Xtro ii-y^\y>-2 (IH) , 2' -e^Uv>] 
#%^JIVA- 1 9 : 3, 4->?bKo-6, 7 -i^/ K^->- 1' - { 4, 4- 
v7x-;i'-7- { C3- (4-e'Ji/;U) 7°P t!:t::i;i/] 7^7} ^y°^M 
XhiD C:f-7^l/>-2 (IH) . 2' -t:^U>?» 2:^^:^ 

5 ##f!lIVA- 2 0 : 3, 4->^tHD-6, 7 - i^p^ h^->- 1 ' - { 4 , 4- 
v7x-;i/-7- { C2- (5 h4^W>5''» tl)l^-=.M 75/} ^7° 

XtfD ii-y^U>-2 (IH) , 2' -lf^Ui/>] i^^^^ 
#%«'!]IVA- 2 1 : 3. 4->?l:iHD-6, 7 -i/;< h4^>^- 1 ' - { 4, 4- 
>?7x-;i^-7- { C3- (3. 4-/5^^>v:t+->7x-;i') 7'n tf^-;U 

10 ] 75/} ^7°5";i/} XtfD (:h7:$'U>-2 (IH) . 2'-e^U-:;'>] 

##f!jIVA-2 2 : 3, 4 -S^t Kn- 6, 7 - 1 ' - {4, 4- 

v7x-;!/- 7 -J, C3- (4-/ h^i^7x-;i/) 7°Pe:t-;W 75/} A 
y'^M Xtfa C:h7i5'U>-2 (IH) . 2' -tf'tUv>] -l--t> ^ 

15 

##^?iJIVA-2 3:3. 4 - HP - 6 h+v- 5 h □- 1 ' - {4 
, 4-v7x-;i/-7- { C3- (4-/ h=<rx7xn;W yPkf^-;i/] 75 
/} A7'5^;U} XtfP ii-y^Vy-2 (IH) , 2' -t°^Ui/>J 
##fyiVA- 2 4:3, 4 -v'f Hp - 6 - p^ h^->- 7 -nhP - 1 ' - {4 
20 , 4->?7xli;U- 7- { [3- (4-/ H4^v7x-;i/) 7'P hf^^ljW- 75 
/} A7°?;U} XtfP (:^7^1/>-2 (IH) , 2' -tf^Ui^>] 
##^yiVA-2 5 : 7 -75/ -3, 4-vt:HP-6-/ V^'y- 1 ' - {4 
•, 4-v7xn;l/-7- { C3- (4-/ h4^v7xr:;i/) 7'Ptf^-;U] 75 
/} ^•f'f-M XtiP (:^7^l/>-2 (IH) , 2" -e^Uv>] 2i^^ 

##^i|IVA-2 6 : 7-7il5^;U75/- 3, 4 -i^h H P - 6 - / h^->- 1 
' - {4, 4-S^7x-;U-7- { C3- (4-;< H4-v7x-;U) 7°Pt::^n 
M 75/} ^Zf^M XtfP (:h7i57U>-2 ( 1 H) , 2' -lf-^Uv>] 
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##eri|iVA-2 7 : 7 - 7-tr5^;U- 3 . 4 -vt Ho- 6 h + v- 1 ' - { 
4, 4-v7x-;U-7- { C3- (4-^ h^^>7x-;U) 7°nt:^n;i/] 7 

57} ^7°7";u} xtiD i-ry^uy-z (ih) . 2' -t°^Uv>] ^m. 

5 ##0JJIVA-2 8 : 3, 4-vbKO-6, 7 -/5^L/>v^^'>- 1 ' - (4 
, 4-x7x-;l/-7- { C3- (4-p^ K + v7x-;i.) 7'D hf 7 = 

y} ^7>;H ii-7i^U>-2 (IH) . 2* -h°^Uv>] ^i!:^ 

##«?iJIVA- 2 9 : 6, 7->?Xh^'>-3, 4 -v't HD- 1 ' - { 4, 4- 

>?7x-;u-7- { [3- (4-^ h^r->7x-;w :/nif;f-;i'] 7 = /} ^ 

10 7°5=-;U} Xtfo C:J-7^U>-2 (IH) , 2' -If'^Uv^] 

###iJIVA-3 0 : 3; 4-vhHo-l' - (4, 4->^7x-;U-7- { C 
3- (4-^ h^>'7x-;i/) 7°nt°:t-JW 75 7} ^7°5";i/} X^O C±7 
^l/>-2 (IH) , 2' -^^-!t75^l/><5>] i^^:^ 
###iJIVA-3 1: ( + ) -3, 4 - v t H □ - 6 -7 h4^v- 1 ' - { 4, 4 

15 --:/7x-;i/- 7 - c (4-^ h^v7x-;i/7-fe^;W 75 7] ^7"^;u} x 

t°o C:)-7i$7i/>- 2 (IH) . 2' -e^Ui/>] i^^i^ 
##^«JIVA-3 2 : (-) -3, 4 - vk H □ - 6 - 7 v- 1 ' - (4. 4 
-v7x-;i/-7- [ (4-7 h4^x7x-;i/7-fe^;l^) 75 7] ^y°f-M 7. 
tfo C:l-7^l/>-2 (IH) . 2' -lf^Uv>] i^i?^ 

20 ##f!lIVA-33: (-) -3, 4-vkHD-6, 7 -v7 h^v- 1 - { 
4, 4-v7xX;i/-7- C (4-7 h^->7x-;i/7-tl5^;l/) 75 7] ^^5=- 
M xeP C::^-7^5'l/>-2 (IH) , 2' -hf^'Jv>] -l-^>:^^:^ 
##^JIVA- 3 4 : (-) -3. 4-^^*kKD-6, 7->?7}-^v'-r - { 
4, 4 -':/7x-;i/- 7 - C (4.-7;i/^D7xn;i/7-fe7^;U) 75 7] ^7°"^ 

25 M XhfD C:^7^S'^>-2 (IH) . 2' -hf^Uv>] ^^i^ 

##^JIVA- 3 5 : ( + ) - 3, 4-vtHP-6, 7 - -:^'7 1' - { 

4, 4-v7x:i;i/- 7 - C (4-7;U^D7x-;!/7-fe5^;i') 75 7] ^7"^ 
M 7\iu [±7^uy-2 (IH) , 2' -e^U>^>] 
##0iJIYA-3 6: (-) -3, 4-vth'0-6. 7 ->'*7 h4^->- 1 ' - { 
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4, 4-->'7xr:;i/-7- { [3- (4 -7;U:tD7x-;W 7°n\i^Z.M 7 
$/) A7x>'H XtfP (:h737l/>-2 (IH) , 2' -h:^Uv>] 

##^!jIVA-37: ( + ) -3, 4-vtHa-6. 7-v^h^->-r-{ 
5 4, 4-v7x-;U-7- { C3- (4 -7;U:tD7x-;U) 7'Ptf:tn;l/) 7 
a/} A7°5^;U} 7>tfP ii-7i^U>-2 (IH) . 2' -tf^U-:^>] 

##^JIVA- 3 8 : (+) -3. 4->^t:Ko-6, 7 h^v- 1 ' - { 
7- { C3- (4-^no7x-;i/) 757} -4,^4-v7x 

10 -jV^y^M XtfD [:>-75'l/>-2 (IH) , 2' -tf^'J->'>] i^^:^ 
##^yiVA- 3 9 : (-) -3, 4-vtHD-6, 7-vp<h^v-l' -{ 
7- { C3- (4-^'nn7x-;U) 7°Olf:t-;W 75/} -4, 4-v7x 
-jV^Zf^M 7>tfP C:l-7iS7lx'>-2 (IH) , 2' -tf^Uv>] ^i?:^ 
###iJIVA-4 0 : (-) -3, 4->^fciHP-6, 7-v^h=^v-l' - { 

15 4, 4-i^7x-;U-7- { [3- 7°Plf:t-;W 7 

5/} ^7'5^;W} XlfP C:^7iS'l/>-2 ( 1 H) , 2' -tf^Uv>] 

##f!jIVA-4 1 : (+) -3, 4-i^bFP-6, 7 - h4^->- 1 ' - { 
4, 4-v7xn;i/-7- { C3- (4-/ h4^v7xr:;W 7°Plf:t-;W 7 
20 5/} ^y?;i/} XlfP C:^75'l/>-2 (IH) , 2' -t:^Uv>:i -i^i? 

#%^JIVA-4 2 : 3, 4-vt:l-'P-4' - {4, 4->?7x-;^-7- { C 

3- (4-p< h+'>7x-;i/) yptr^r-;!/] 75/} ^7°5";i/} xtfp ii-y 

(IH) , 3' -^:;i/7f:U» ^Wk 
25 ##fiJlVA-4 3 : 3, 4 -'>*t P- 7 - p< l-^^v-- 4 ' - {4. 4-v7x 
-;i'-7- C3- (4-7^ h+->7x-;w 7°Pt:^-;i/75/] ^7>;i/} X 
tfP [^7^l/>-2 (IH) , 3' -^;i/At^'J>J i^^i^ 
##^!lIVA-4 4 : 3. 4-vt:FP-6. 7 4 ' - { 4. 4- 
S^7x-Jl/-7- C3- (4-/ h + ->7x-;U) 7°P t:^li;U75 / ] ^7°^ 
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)i} ;^t!.p ii-y^u>-2 (iH) , 3' -^;l^4^u.>] 

##^?!lIVA-4 5 : 3, 4->'tHD-6, 7 -i^pC h4^->- 4 ' 1 
' - {4, 4-v7x-;U-7- C3- (4-p< h4^->7x-;!/) yPlf^-^l' 

7sy] ^^5^;!/} xifD CTi-^iJ'Uv-a (ih) . 2' -tf^^s^v] 2^ 

5 ^^^^ 

B~4 OB^i. Wm^l 0- 8 1 6 6 5^<ikWZ'l^t-oXm7^'t^Zt 

##f!llB-l : 5- [4- (4-^?DD7x-;i/) - 4 - 1 Kn^vtf^'J v 

10 : 5- [4- (4-7;i/^0 7x^>il/) tT^^ v'>- 1 — T ;H 

-l-^sjV^)\,7^J-2, 2 -v7xn;i/^>^> 2^^^:^ 
##^JlB-3 : 1 -4^;i^aJU7= y- 5 - (4 -h 4 -7x-;Uh? 

^Uv/) -2, 2 -v7x-;P^>r$'> 

#%F!ilB-4: 5- [4- (4- hU7;i'^D;<5=-;i'7x-;i/) -4-1:1 h*D 

15 ^vti^u v/] - 1 -7^;i/5;i.75y- 2, 2 ->?7x-;u^>^> 

##?!jlB-5 : 5- [4- [3, ( h U 7;i':^-P ;^ 7x-;H 

-4-t HD^vH^U v/] -i-*;u5;i/75y-2, 2-v7x-;i/^> 

>^ ^^^^^^ 

: 5- [4- (3, 5 -v'i^ □ a7x-;W - 4 - fc: FD4^->tf 

20 '^Uvy] - 1 -ii^jp^;u75y- 2, 2-v7x-;u^>^> iMMM ■ 

^%miB-7 : 5 - [4- (4-^on7x^;i/) -1, 2, 3, 6— xh^ 

t HDtfu v>- 1 - 1 -a1n;1/^;1'7S/-2, 2-v7x-;1/^>^ 

##^!jlB-8 : 1 -^;U5;U7^/-2, 2-v7xn;U-5- (4-7x- 
25 JUh^^Uvy) ^>:$'> 

##fyiB-9 : 5- [4- (4-i7nD7x-;!/) tf^UvV] - 1 
;i/7^y-2, 2 -v7x-;i/^>^> 

#^F'J lB-10 : 7 - [4- (4-^Pa7xii;!/) - 4 - 1 H n^^f/ tf^U 

V/] - 1 -5}^;i/^;i/75/-4, 4--:^7x-;u^y^> 
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##9?iJ2B-l : 5- [4- (4-7;i/:tP7x:::;U) - 4 -t Kn^f/tf^U 

##^J2B-2 : l-t^)V^)V75.y -5 - [4 - 1 H D^v- 4 - (4-p<h 
^i>7x-;i/) e^Uv^y] -2, 2 -v7xr.;i/^>^> 
5 #%^J2B-3 : l-t^)V^)l75.y-5 - [4 - 1: Kd^->- 4 - (2-ifU 

tf^'Jvy] -2, 2-v7x-;u^>^> 2i&i?il 

###iJ3B-l : l-r-t^JVT^y -5- [4- (4 □□7x-;i/) -4 
- t KD=^xlf^Uf//] -2. 2 -v7xr.;i/^>^> J^i?:^ 
#%^i|3B-2 : l-7-feh7-tl^;U75y-5- [4- (4-^DP7x-;i/ 

10 ) -4-fc:HD=^->tf^Ux/] -2. 2 -v7x-;i/^>i$'> ^^ii: 

##^«J3B-3 :N- [5- [4- (4 -^□n7x-;i/) -4-t:FD^->e 
^Ui^y] -2, 2 -v7x:n;U/^>5^;H 7.^->>7S Fii?X5^;U i^i?;^ 
##^J3 B-4 : N- [5 - [4- (4 □□7x-;i/) -4- t HD^'>k:° 
^Uv/l -2, 2 -v7x:n;u^>5^;H 7>^v>7^ Km 

15 ##f!l3B-5 : 1- [5- [4- (4-i7DO7x-;0 -4-t:Ho^>'tf 
^Uvy] -2, 2-v'7x:::;i/^>5^>'H -3-X^;U'7l/7 
##^J3B-6 :N- [5- [4- (4 -^^ □P7xZi;l/) -4-tKD^vbf 

^u-//] -2, 2 -v7x-;i/^>5^;u] y^>x;i/7i^>7^ H il^^ 

#%F!l3B-7 : 7x-;i' N- [5- [4- (4 -^^ P □7x-;L') - 4 - b 
20 HP + v-hf^Uv/] -2, 2-v7x-;i/^>7"Jl^] ;^3;wty-h 

##^J3B-8 : 1 -7iz5";l/7^y- 5- [4- (4 -^^ P P7x -;U) - 
4-t:HP^xt:^'Ji/V] -2-7x-;i/-2- (2-eU>^;i')'^>iS'> 2 

##^«J3B-9 : N- [5 - [4- (4 P P 7x-;i') - 4 - h h'P^xtf 

25 ^Uvy] -2, 2 -v7x-;^^>5^;^] Hmx5^;u J^^i^ 

##^J3B- 10 : N- [5- [4- (4-^PP7xx;U) -4-fcHP^-> 

e^'jv/] -2, 2-v7xx;u^>5^;n TP:h= Hi!x5^;i/ ^mm 

#%^J3 B- 11 : N- [5 - [4- (4 -i'PP7xX;U) -4-t: HP^f/ 

ti^u^y] -2, 2 -v7xx;u^>5^;H ^'*;i/i5'5 Fi?x5^;u 
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■ ##f!l3B- 12 : N- [5- [4- (4 □□7x-;i/) -4-t KP=^-> 

#%^!i4B-l : 1- [5- [4- (4 □ □7x-;i/) -4-tKP^i^t: 
5 ^Ui^y] -2, 2->^7x-;U^>5^;H -3-^>^^5^l/>'7L/7 

#%^i|4B-2 : 1- [5- [4- (4 nay ^lzljV) - 4 - 1 Ho^^S/lf 
^Vi^y] -2, 2-i/7x-;i/^>5^;U] -3- (3-t HP^v-ypfciVU) 

10 ##^HB-3 : 1- [5- [4- (4 -^^ □ n7x -4-l::FD^->tf 
'^UvV] -2, 2-v7xn;U^>5^;i/] -3- (4-t: HP4^v/y5^;U) O 
1/7 Igi?:^ 

#%f!j4B-4 : 3- [3- [5- [4- (4 -i? P P7x-;i/) -4-tiHP 
^i/e^Uv/] -2, 2 ->'7x:::;p^>5^;i/] "^V^Y^ yPtf:t>S!Xx 

15 ;i/ 

##f!|4B-5 : 1- [5- [4- (4-^^PP7xx;l/) -4-tHP=^^vtf 

^Ui/y] -2, 2->'7xx;u^>5^;i'] - 3- (2 -v/5';i<'7^yx5^;i/ 
) ^vy 

##f!]4B-6 : 1- [5- [4- ( 4 P P 7xx;i/) - 4 - 1; H P^^i^lf 

20 ^u^y] -2. 2-v7xx;u^>5^;i/] -3 - (3-vx5"ji/75y7°ptf 

##^J4B-7 : 1- [5- [4- (4 -^7 P P 7xx;i/) - 4 - 1: H P4^'>kf 
^UvV] -2, 2-v7xx;i/^>5=-;i/] -3- [3- (2-t°PUH>-l 
7°Plf;H -^1/7 

25 ##f!)4B-8 : 1- [5- [4- ( 4 - ^7 P P 7xx;l/) - 4 - t H P^^vtf 
^'Jv>V] -2, 2 -v7xx;U^>5^;H -3- (2 -t:^'J5^/X5^;i/) 
U7 

#%^i|4B-9 : 2- [3- [5- [4- (4 - P P 7xx;i/) -4-t:HP 
4^'>tf^'Jvy] -2, 2 -■v7xx;u^>^;l'] '71/<H] X^>x;i/:a^>7 
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5 H -^mu 

#%«^J4B-l 0:2 - [3 - [5- [4- (4 -^^7 □ □ 7x- jU) -4-t K 



5 ##«?iJ5B-l :N- [5- [4- (4 □□7x-;i/) -4-fcKo + vt° 
^U>?y] -2. 2-v7x-;U^>5^;U] X^'v>7SK®? 
##^J5B-2 :N- [5- [4- (4 -^^7 ao^x:::;!/) -4-tKD^.>'t° 

•-^Uvy] -2, 2 -i/7x-;i/^>^;i/] 

##f>J5B-3:N- [5- [4- (4 - ^7 □ o 7 x:::JI/) -4-hh'P^vh° 
10 ^U-://] -2, 2 -v7x-;i/^>5^;H TD:;h5K^ 

#^^!)5B-4 : N- [5- [4- (4 □07x-;i/) -4-t KD^vt: 

^•Jv/] -2., 2 -v7x-;^^>5^J^]>';^^5'a 

#^F!j5B-5 :N- [5- [4- (4 - n □ 7xn;i.) -4-tFo^->t: 
^Uvy] -2-7x-;i/-2- (2-e'JvJU) ^>5^;H X^->>7SHi? 
15 ##fy6B-l : N- [5- [4- (4 -^^ □□7x-;i/) -4-b:Fn4^>'t: 
^Ui^y] -2, 2->^7x-;i'^>5^;H ^Uf>>X5";i/X7>x;U 2:^^:^ 
##Fil6B-2 : N- [5- [4- (4 □D7xx;i/) -4-tKP^>'t° 

^us^y] -2, 2-v7xx;u^>5^;H -4-T5yMxT-;i/ 2mM^ 

##f!j7B-l : N- [5- [4- (4 □ □ 7xx;i/) -4-kKn^vt: 

20 ^Uvy] -2. 2 ->?7xx;i/^>5^;H ^'J>'> 

#^^J7B-2 :N- [5- [4- (4-^nn7xx;W) -4-th*D4^vtf 

^u^y] -2, 2-i^7xx;i^^>5^;i'] -4-7^ymm. 

##FJ8B-1 : N- [5- [4- (4 □07xx;i/) -4-tKn4^vtf 
'^Uvy] -2, 2 -v7xx;i''^>5^;H -s- (S -t Fn^^vhfP U v> 

25 - 1 - -r;l/) 7°DA°>7S K 

##fiJ8B-2 : 5- [4- (4 -^^ O D 7xX;!/) - 4 - HP + vt' ^'J 

y] -2, 2-v7xx;u-i- (3-epu-:^>-i-^>'U-7°otr^x;i/7 
^y) ^>^> 

#%fiJ8B-3 : 5- [4- (4 -^PP7xX;i/) - 4 - t FP^^->tf^U v 
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y] -1- [3- {zy^^)\^7^/) 7°Ptf:tn;U7^y] -2, 2-v7x- 

#%^J9B:N- [5- [4- (4-'^ ony x.=lM - 4 - 1 HD=^>/t:^'j 
vy] -2. 2-v7x-;U^>5";H -3 - (t - y'h^iyti)\^ts-)l) 7^ 

OB : N- [5- [4- (4-^ao7x-;U) - 4 - 1 h*D:^->h:^ 
UvV] -2, 2-v7x:i;i/^>5^;H -3-75/ya/N°>75 F 2:^i? 

##^?iJllB:N- [5- [4- (4-^7nn7xn;W -4-tiKo=lF>^e^ 
10 U-^y] -2, 2-S^7x-;i/^>5^>ll/] - 3- (7-fe5^;l/7$y) 7°0/t>7 

##^!ll2B:N- [5- [4- (4 -^^ nP^x^;!^) -4-tHn^S/tf^ 
Uvy] -2. 2-5^7x-;U^>^JH -3- (■/ot::^-;U7Sy) ^'da" 
>7a K 

15 ##|a|13B: 1- [4, 4-v7xii;i^-5- (7x:::;U:r^->:^/;Ufc;W7 

sy) ^>^y-r;H -4- (4-^^od7x-;u) -4-t: Hn^^vtf^u v 

> 

##^ajl4B : 1- [5- [4- (4-^a0 7xZi;P) - 4 - ti H 04^S/ 
U>^y] -2, 2-->*7x-;i/-5-^^7^>5^;H -3 - [3- (tHP + 
20 V) 7'Dtf;l/] •71/7 - 

##^J1 5B: 1- [5- [4- (4-i!7DD7x-;i/) -4-b Hn^v-tf^ 
Uvy] -2, 2-v7x-;i/-5-^^y^>5">'H -3 - [3- (v;<5^;U 
7iy) X5^;u) '71/7 

##^ji6B: 1- (5-7ii5^;u7sy-4. 4 -f/7x-;i/^>^y-r;u) 

25 -4- (4-7PD7xn;U) -4-t: Fo4^->ti^U v> 

##^J17B:N- [5- [4- ( 4 - 7 □ □ 7 x";!/) - 4 - 1: H n^i/t:^ 
U>;y] -2. 2-S^7x-;i.-5-:t4^y^>5^>'I/] 7.7>'>7 5 
##^!J18B:N- [5- [4- ( 4 - 7 □ O 7 x" Jl/) - 4 - 1 K o:^>' If'^ 
U^y] -2, 2->^7x-;U-5-:t^y^>5";i/] 7.7v>7^h'^ 
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##^J1. 9B : 1- [5- [4- (4-^:7 nn^x-JU) - 4 - t: KD=^~>tf^ 
UvV] -2, 2-v7x-;!/-5-;^-^y^>^;i/] -3 - [3- (2-^^ 
V-l-t°DUvy) 7°olf;U) >^7l/7 

##f!l2 0B:5 - [3- (4-^no>'x-;W - 3 - t K P^^S^hiD 'J v> 
5 -l--1';U]-2. 2-v7xr:;i/- l7]^;U5;U^>^::h5> 

#%f!l2 IB: 1- [5 - [4- (4-^on7x-;i/) - 3 - 1 HD4^i/t°^ 
•Jv] -2, 2 -v7x-;i/^>5^;H -3- [3- (kHn^^v) 7°n 
■^1/7 

##^J2 2B : 1 -z}N;i/S;U75y- [5- [4-t: HD*'>-4- (4-^D 
10 nyx.-)V) ^4^-tl-^5^1/W5>- 1 r;U] -2, 2-v7xz:;K>^> 

^^^^^^ 

^mm2 3 B : 5 - [4- (4-i^PP7xli;l/) - 4 - h Kn^vtf^U 

] -i-7i^;i/S;i/7$y-2-7x-;i/-2- (2-5^xz:;i/) ^>i5'> mM 

15 ##^f!i24B:2, 2-t'7: (4-i7Pa7x-;l^) -5- [4- (4-i5'oa 
7xn;l/) -4-t: KP+'>e^U-:/y] - 1 -5j^;i/5;i/75 7 ^>^> 

#^^J2 5B : N- [2, 2-t:y; (4 P P 7x-;l/) -5- [4- (4- 

^pp7x-;u) -4-t:HP^->if^u-:^y] ] ^y^jvx^iyyy^mx. 

##^J2 6B:N- [2, 2-k'X (4 -^PP7xli;i/) -5- [4- (4- 
/70P7x-;i/) -4-h HP^vk'^US^y] ] ^>5^;L'X^7->>7a 
#%^J2 7B-1 : 1- [5- [4- (4 -i' P P7x-;!/) -4-kHP^>' 
t°^'Jv>V] -2, 2 -v7x-;U^>5^;H -3- [ {1 - JLh^^tl 

25 ;w e^Uv>-4-<;n 

##0iJ27B-2 : 1- [5- [4- (4 -^PP7x-jl/) -4-h:KP4^-> 

tf^'ji^y] -2. 2 -v7x-;u^>^;u] -3- [2- d-tfpuv'/) 

##^J2 7B-3 : 1- [5- [4- (4 -iJ' P P 7x-;i/) -4-h:h'P + v 
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10 



15 



20 



25 



If^Uv/] -2, 2- 
2 7 B - 4 

tr^us^y] -2 

3 -^^;U'i'l/7 
7 B- 5 



-jV^y^M -3 - [2- (>^X5^;!/75y) 



1- [5- [4- (4-^DD7xX;l/) -4-tFD4^i> 

2- v7xx;l/^>5^;H -3-- (3-75y7°Dtf;!^) - 



##f •] 2 7 B - 6 
tf^Uv'/] -2 



1- [5- [4- (4-^:7D07xx;l/) -4-tKD^i> 
t°^Ui^y] -2, 2 -v7xx;U^>5^;i/] - 3- ( 5 - 1 F □=^x^>5";i^ 
) ">l/7 

1- [5- [4- (4-i^OP7xx;i/) -4-fc:Ho=^^-> 

2 - >^7xx;u^>5";i/] -3 - [2- (v/5';u75y) 
x^;i.] -3-7^5^;i'':7U7 

##^!|2 7B-7 : 1- [5- [4- (4 □ 07xx;l/) -4-tFo^v 
kf^UvV] -2, 2-5^7xX;!/'^>5^;H -3- [2- (;<5^;!/7^y) X 

- 3 -^^;i/r>i^7 

##^J2 7B-8 : 1- [5- [4- (4 - :i7 o □ 7xx;i/) -4-h:HD=^r-> 

tf^'jvy] -2. 2 -v7xx;i/^>5^;H -3- (2 -t Fp4^'>x5^;1/) 
-3-/^;i'-^i/7 

##f!]2 7B-9 : 1- [5 - [4- (4 -^^ nP7xX;l') -4-tiHD^v 
tf^Uvy] -2, 2 -v7xx;i'^>5^;H -3 - [2- (7il5^;i/75/) 

X5^;H ■^1/7 

4- [5- [4- (4 -^:7on7xx;W -4-tFa4^ 
2 ->^7xx;i/^>^;i/] -J i/-r FMx^;i/ 

1- [5- [4- (4 -^□□7xXJl/) -4-t:Fa^ 

2 - V7xx;i/^>5^;H - 3- (3 -t Fo4^ 5/7°Dtf 



##^J 2 7 B - 1 0 
v^hi^'JvV] -2, 
2 7 B - 1 1 
vhf^Ui^y] -2, 

;u) -^1/7 

##^J 2 7 B - 1 2 
vtf^Ui^y] -2, 



1- [5- [4- (4-^oa7xXjU) -4-t:FP=r 

2 - v7xX;i/^>^Jl/] -3 - (1 -^>v;l/ti^U V 



>-4--r;i/) •^U7 

#^^J2 7B-13 :N- [5 - [4- (4-7on7xx;U) -4-h Fd^ 
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vhf^UvV] -2. 2-v7x-;U/^>5";H -4-?^^A}d<yi^>- 1- 

##f!j2 7B-14:lN-[5-[4- (4-^DD7x-;U) -4-k Kn 
^vt:^US/V] -2, 2 -v7x-;!/^>5^;H - 4 -^>>^;Ut:^7 v>- 
5 1 H 

##B^J2 7B-15:lN-[5-[4- (4-^on7x-;U) -4-fc Kn 



HD - 3 -^>X7-tf kf >- 3 -;^;L'4^4^-9-5 K 

##^!J2 7B-16 : IN- [5- [4- (4-^aD7x-;U) -4-k Fd 
10 4^->t:^UvV] -2, 2-zyyx.zL)l^>v^JV] -3- ( h U 7;U:tn7-fe5^ 
;i/75y) tiD'J v>- 1 -;^>'!/5i^^-tJ-5 K 

##^J2 7B-17 : IN- [5 - [4- (4-^na7x-;U) -4-t: 

^i^e^Ui^/] -2, 2-v7x-;u^>5^;H -4- ( t 

15 ##^J27B-18: [4- [3- [5- [4- (4-i70n7x-;U) -4- 
t FP^i^t'^UvV] -2, 2-v7xZi;i^^>5^;l/] >7WF] tf^Ui^/ 
] iMx5^;i/ 

##^J2 7B-19 : 1- [5 - [4- (4 - n 07xz:;i/) -4-t: Ha^ 
->t:'^'Uvy] -2, 2-v7a:-;i/^>^;i/] -3 - [1- (hU^jl/^OT 

20 -fe^^;!/) tr^u v>-4--r;i/] -71/7 

##^!]2 7B-20 : IN- [5 - [4- (4 -^^7 D0 7x-;U) -4-t Ho 
^i^tf^UvV] -2, 2 -v7xi:;l'^>5^;H -4-7}n;U5;U- 1 -tf^^ 

##^J2 7B-21 : IN- [5 - [4- (4 - 7 □ □ 7x-;i/) -4-t Fa 
25 ^->t:^'JvV] -2, 2-v7x-;^^>^;^] -4- (S-tHn^i/yo 

- 1 - hf^^->'>;^j;i/7}?^+t-5 F 

##^J27B-22 : IN- [5- [4- (4-7DD7x-;U) -4-tFo 
4^i/tf^U i//] -2, 2 -v7x-;l/^>^;!/] -4- (X F^v;^;!/^^-;!/ 

) - 1 -e^^v>*;U7}^^+i-^ F 




x;l/^>5^;H -1, 2, 4, 5-f-F^t: 
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#%^!|2 7B-23 : IN- [5 - [4- (4 □□7x-JL/) -4-t: Kd 
^vtf^UvV] -2, 2 ->^7x-;1/^>5^JW -4- (^;l/zl^U /;^J>'l-:^*- 

##^J28B-l : 3- [3- [5- [4- (4-^Pn7x-;U) -4-tH 

5 o=^->t:^'j-:^y] -2. 2-i^7xn;i/^>5^;H -^iz-rH] y°a}d^>m. 

^%m2 8B-2 : 4- [3 - [5 - [4- (4 -^^□0 7x-;!/) -4-t H 
o^v-tr^'Jv^y] -2, 2 ->?7x3:;l/^>5=-;H -^I/^HISSM . 
##^^J2 9B:lN-[5-[4- (4-^aP7x:i;W -4- t KD^^v^e 

^u^y] -2, 2 ->^7x-J^^>5^;^] t:^;i/x;u*>7a H 

10 0^m3 OB : IN- [5- [4- (4 - o □ 7 x-;U) -4-tHo4^>'e 

^u>^y] -2, 2 -':/7x:i;u^>5^;!/] -2- (t°oUvy) x^;i/x;i/4^ 

##^J3 IB : 1- [5- [4- (4-^PP7xr.;U) -4-tHP^->tr^ 
ijv/] -2, 2-v7xi:;U^>5^;i/] -3 - [3- (t! JW'^^e^ JV^t^'y) 

15 7°pe;i/] -7 1/7 



##^J3 2 B : 1 - C5 - [4- (4 P P7x:::;W - 4 - 1 HP^f^tf-^ 

UvV] -2, 2-v7x-;p^>9^;i/] - 3- (e^u v>-4— r;u) "71/ 

7 

##^J3 3B-1 : 4- [4- [5 - [4- (4 -7 nP7x-;i/) -4-l::H 

20 p^^f/if^Uvy] -2. 2 -v7x-;i/^>5=-;i/] 7^y;^j>iu4^->'U7-5y] 

##^!|3 3B-2 : N-X5^;i'-4- [5- [4- (4-7PP7xx;U) -4 

-t HP4^vtf^u vy] -2. 2 -v7xx;i/^>x;H 75 y ;^;i^zi^x;u7 
^ y - 1 - t°^U f>*>;^;i/53^^1t^ F 
25 ##^J3 3B-3 : 1- [5- [4- (4-7PP7xXjU) -4-\^\^U^i^ 
tf^'Jf/y] -2. 2 -v7xx;U^>5^;i/] -3 - (1 -7-iz5^;i/tf^US^> 
-4--f;W -71/7 

##0iJ3 3 B-4 : N-Xh^->;<j;i/7l^x;i';^x;i/-4 - [5 - [4- (4-7 
PP7xX;U) -4-t KP=^>'t!^U v^y] -2, 2 -v7xX;l/^>x;U] 
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##^J3 3B-5 : 3- [4- [5 - [4- (4-^nnyx.iL)l) -4-t F 

5 ##e?iJ3 4B-l : 1- [5- [4- (4 nay x.r.)U) -4-kFn^v 
tT'^UvV] -2, 2-v7x-;u^>5^;u] - 3- ( 1 -X5";Hf ^'J i>*>- 
4-<;u) -^1/7 

##^J34B-2 : 1- [5- [4- (4 - nuy -4-}^\^n^i^ 
ti^Uvy] -2, 2-v7xn;U^>5^;H -3- [1- (2-l::Ko4^vx 

10 t:^Uv>-4 — r;H '^71/7 

#%^J34B-3 : 3- [4- [5- [4- (4-^n07x-;U) -4-tH 

□^->tf^Uvy] -2, 2 -v7xx;i/^>7^;i'] 75y:;^3;i^4^-j[/7 5y 

##^J3 4B-4 : 1 - [5 - [4 - (4-^on7xX;U) -4 -t Fd^v- 
15 tf^UvV] -2. 2-v7xx;i.^>^;H -3- [1- (S-tFD^^vy 

Pt°;u) t°^uv>-4 — r;n ^yuT 

##f!|3 5B: 1- [ (H^U v>-4— r;i/) ;^j;i/4^^-tf-5 F] -5- [4- 
(4-^nD7xx;i/) -4-t: Fn^^v-tf^U vy] -2, 2-v7xx;b^ 
>i5' > 2 ^i?^^ 

20 ##^j3 6B-l : 1- [ (N-X^JUtf^U v>-4--r;i') ;(JJU4^+-tl-^ F 
] -5- [4- (4-^OP7xX;U) -4-t Fo + ve^UvV] -2, 2 
- 7 xx;i/'^ >^ > 2 

##9^!)3 6B-2 : 1- [ [N- (X h=l->';^;!/Af^x;i/y t!^'Jv>-4 
--fJH F] -5- [4- (4-^on7xx;U) -4-tFD=^ 

25 vlf^'Jvy] -2, 2-v7xx;U^>^>2J^i^^ 

##^J3 6B-3 : 1- C [N- ( 2 -t;U4^U 7 Xt^JW e^'Jv>-4— T 
;H *;U4^^-tf5 F] -5 - [4- (4-^'nD7xx;u) -4-tFD4^>'t: 
^•Ji^y] -2, 2 -v7xx;i'^>^>3i^mi^ 

##^fi|36B-4: 1- [ [N- ( 2 - vp<5^;L'7^ y X5^;i/) e-^'Jv>-4 
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K] -5- [4- (4 -i? □□7x-;i/) -4-kHo^ 
S/lf^UvV] -2, 2-iyy:c-)l^y^>3^M^ 
##^J3 7B-1 : 1- [ [ {N-X.^MJW^'t^M t'^U i^>- 4 — T^U 
] K] -5- [4- (4-i7Da7x-;U) -4-tHD4^'>e^ 

5 Ui^y] -2, 2 -i^7x-;i/^>iS'> i^i^:^ 

##^j3 7B-2 : 1- [ [ (N-/5^;u;^3;i//N'^^>'U) If ^'J i^>- 4 -'r;u 

] F] -5- [4- (4-^J7nn7x-;!/) -4-tHD^vfcf^ 

iJS^y] -2, 2 ->'7x-;i/^>^> 

##f!j3 7B-3 : 1- [ [ (N-7x-;U;^;;m€'f tf^U v>- 4 --I* 

10 )i] H3 -5- [4- (4 -^J7ab7x-;i/) -4-hHP+f>fcf 

^UvV] -2. 2-v7x:r;i/^>:<7> i^^ii 

##C^J3 7B-4 : 1- C [ (N- (4 -i5^DD^>7^;U) tf^>J>^>-4- 
-r;i/] ;^j;i/3i^=^^-t^^ F] -5- [4- (4 -^P07x-;i/) -4-tFo=\^-> 
If^Uf//] -2. 2-v7x:i>^>^> 
15 ##^J3 7B-5 : 1- [ [N- Uh^'yti M::-)V7^^A) tf^U>'>- 
4--r;H ;^7;i/7}^=^^+i-a F] -5- [4- (4-^'do7x-;u) -•4-t:Fn 

^^^v-tf^Uv/] -2, 2 -v7x-;i/'^>r57> MMiM. 
##^J3 7B-6 : 1- [ [N- ( 3 h^->*;Ufc^7°0 tf^-;W kf^ 
\ji^y-4-^)l] -5- [4- (4-^DD7x-;i/) -4 

20 -k Fo^^ve^'J vy] -2, 2-v7xn;!/^>i$'> ^MM 

##f!l3 7B-7 : 1- [ [N- (-DT-y^;^ k^Uv>-4--r;n 

F] -5 - [4- (4-i:7aD7x-;W -4-t: FP^S^ti^U vy 
] -2. 2 ->?7x-Jl/^>^> 2^^^ 

##fJ3 7B-8 : 1- [ [N- (4 - vp<5^;l/7S y 7'5=-'J;l/) H^'Jv>- 
25 4 — r;H ;^j;P4^4^-tt-^ F] -5- [4- (4-^pn7x-;U) -4-t:FP 
^->t°^'jvy] -2, 2 -v7x-;l/^>^> 2iSMJ^ 
#%fy3 8B: 1- [ (N-7°Pt';Ut°^U-:^>-4-<>il/) ;tj;i/4^=^1j-a F] 
-5- [4- (4-^PP7x-;U) -4- 1 FP^vti^'J vy] -2, 2- 
->'7xn;U^>^> 2ii:i^:^ 
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m%m39B: 1- [ [N-3-t:Uv;i/7-il5^;i/) t°^U v>- 4 tl 

K] -5- [4- (4-i:7DD7x-;i/) -4-h HD^^v-ti^U V 
y] -2, 2-v7x-;i/^:/i$7> 2i^^:^ 

##f!i4 0B : 1- [ [N-x5";i'^;wt^-r;u) tf^'ji/>-4 — f;i/] 

5 -5- [4- (4-i:7Dn7x-;i/) -4-t: HD^->t:^U'>V 

] -2, 2-v7x-;U^>^> 2Mi?:^ 

c~i 5c^j> wm^i 1 -7 1 3 5 

#%^J1C : 1- (tert-yh^'>;^3;Ufc;U) tf^U v>-4-<;L' N- (5- (4- ( 

10 4-iJ7 0D7x-;u) -4-t Ho=ir'> tf'^ 'J vy) -2, 2-v7x-;K>x;i/) 

##^J2C : t°^U-:/>-4— f ;U N- (5- (4- (i-^nnyj^~)V) -4-I::Fo:^ 
i/tf^UvV) -2,2-v7x-;1/^>5^;L') *;i/Ay-h 

#%f!i3c : 1- (N-x?;i.;^7;un^-f;u) t:"^Ui/>-4-r;i/ n- (5- (4- a-^ 
15 nn7x-;u) -4-t FD^^vtf^'jyy) -2,2->^7x-;u^>5^;i') tijw^^ 

##f!j4C : 1- (-=i^7-r;U) tf^Uv>-4-r;U N- (5- (4- (4-^oa7x 
Z.JV) -4-t FP^vt°^U v/) -2,2-v7x— ;1/^>5^;L') ;ti;p;t;<- h 
##e?iJ5C-l : 1- (5- (4- (4-^OD7x-;i/) -4- 1 H D^^f/hr^'J v/) 72,2- 

20 ~>*7x-;i'^>5^;i/) -3- (1- (2-^DPX5=-;i':t=^->;^;i/4^x;i/) 

-4-1' ;u) -^1/7 

##^J5C-2 : 1- (5- (4- (4-i? □ O 7xx;!/) -4-t: F D^^vtf^U ->V) - 
2.2-v7xX;i/^>5^;U) -3- (1- (7-th^iy7-t^M tf^Ui^>-4-r;i') 
■^1/7 

25 ###iJ5C-3: 1- (5- (4- (4-^^ O □ 7 xx;i/) -4-h H P^^v-tf ->V) -2,2- 

v7xx;i^^>^;u) -3- (1- (=.n^y^)i) ti^u i^>-4-r;i/) ■:>U7 

##^!l5C-4: 1- (5- (4- (4-^> D □ 7xX;U) -4-t h* v tf vV) -2,2- 

>^7xxji.^>5=-;i') -3- (1- «yxp^y^;i^) tf^u v>-4-'i';i/) -^1/7 
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##fJ5C-5: 1- (5- (4- {^-^ nay x.=.JV) -4-t Ko^^v-tf^'J v/) -2,2- 
f/7x-;l/^>5^;U) -3- (1- (^y'M)]^) e^Uv>-4-^>'W 
##^>I6C : 1- (5- (4- (4-^DD7x:n;U) -4-1:: H vtf^U ) -2,2- 
v7x-;U^>5';U) -3- (1- (2-\i]^n^i^7±^M ti^U v>-4-f;U) C7 
5 1/7 

##WC : 1- (5- (4- U-^unyx.=.)l) -4-t H a^vtf^U vV) -2,2- 
v7x-;U^>^;i/) -3- (1- (2-h:°nU v>-l--r;U) x.^)V^^'yti)Vt-~ 

##^J8C-l :N- (5- (4- (4-^ □□7x-;i/) -4-k FD^^^vlf^U v/) -2,2- 
10 v7x-;i/^>5";W -3^>7S H 2:^^i^ 

#^^(l8C-2 : 2-^DDX5^;U (5- (4- (4-^ □ □ 7xn;i/) -4-t h'P^i/tf 

^u^y) -2.2-v7x-;i/^>5^;u75/) 

##^J9C : 1- (5- (4- (4-^^P07x-;i') -4-fc: H O^v-tf^U ) -2,2- 
i/yx.-)V^>J-}V) -4,5-vt Ka-2-^=^+f-yD> 

15 ##^jioc-i : 2- (1- (t-yh^-v;^7;u^-;u) if'^u v'>-4-r;u) -n- (5- ( 

4- (4-^Da7x^;i') -4-t: HD^^ve^Ui/y) -2,2->^7x-;i/^>5^;i') 
7-fe;5'= H 

##^jioc-2: 2- (1- (t-yh^^^v-;^;!/^;!^) tf^'j>'>-4-r Ut'» -n- ( 

5- (4- (4-^17 □□7x-;L') -4-bHP^'>tf^Ui^y) -2, 2->'7x-;U^>5^ 

20 7-fe^5 F 

##^!J11C-1 : N- (5- (4- (4-^DD7x-;i/) -4-b H D^^i/tf^U i^V) -2,2- 
v7x-;U^>5^;i/) -2- (tf^U v>-4-r;i/) 7-iz3^^H 2:^S[J^ 
##^yilC-2 :N- (5- (4- (4-^ □ □ 7 x -4-1:: K vlf^U 5/7 ) -2,2- 

v7x-;u^>5^;u) -2- (t°^'j v>-4-r Ux» 7-fei5'$K imm.^ 

25 ##f!|12C-l : N-(5-(4-(4-::7D.0 7x-;U)-4-t KP4^->e^Ui^y)-2-7x 
- J1/-2- (2- 1: U ^ >5";U) -\-{JLV^iyti 1! ^ U 'J y-^-ti)Vt- 
K 2i^^i^ 

##^!ll2C-2 : N-(5-(4-(4-^PP7xr.;i/)-4-h: HP^^vti^'J >^y)-2-7x 
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- ;i/-2- (2- tf u ^ y^)V)-\- « y - □ 5^ y ^ ^i^) tf ^ u v y-^-ti 

##^J12C-3 : N-(5-(4-(4-i?DD7x-;i/)-4-t:HP=^^>e^U->V)-2, 2-tf 

7.{^-'y)\^tuy:L~)V)^y^)\')-\-i-lvzLu^/^)V) tf^u >^>-4-;^j;u# 

1 2 C -4 : N- (5- (4- (4-^ □ n 7 x ZDV) -4- b H □ ^ v t! ^ U v 7 ) -2- (4- 7 

□ 7 X - ju) -2- 7 X - >5^; w -1 - (-f V 5^ y ; W tf 'J >-4-;^ 

#^^J13C-1 : I-(5-(4-(4-i57PD7x-;W-4-t:Ho=^->t:^U-:/y)-2-7x 

10 -;i/-2-(2-trui/;i/)^>5^>'i')-3-(3-t Ka4^v7"'nif;W'^i/7 i^mm. 

##^yi3C-2 : l-(5-(4-(4-i:7PP7xn;U)-4-t HP^->lf^'J vy)-2-7x 

- ;u-2- (2- \f. u >5^;i/) -3- (i- ( - y < hf u x >-4-^ i/ 

7 3i^i?ii: 

##^J13C-3 : l-(5-(4-(4-^PP7x-;i/)-4-k: HP^^vIf vy)-2-7x 

15 -;u-2-(2-tf'j v;i/)^>^;u)-3-(i-Ky::iP5=-y^;u) tf^u v>-4-f 
■71x7 zmmM 

##Ml3C-4: l-(5-[4-(4-i:7PP7x-;i/)-4-h HP^v-tf^iJ vy]-2, 2-h: 

;^ (4- 7 p 7 X - > -3- ( i - (-r v - p ^ y t: ^ u v >-4-r 

20 ##?yi3C-5 : l-(5-[4-(4-^'PP7x::i;W-4-t: HP^vt°^U>?y]-2, 2-t; 
7. (4-7;l-:^P 7xn;U)^>5^;W-3-(3-h: H P:^->7°P t:;l/) -71/7 
##^^yi3C-6: l-(5-[4-(4-7PP7xii>)l/)-4-t FP^^vh:^Uvy]-2, 2-t' 

7 (4- 7 p 7 X - ; w ^ yy-M -3- (1 - ( - p ^ y -f ;0 u X >-4-< jU) -7 

1/7 

25 ##^J13C-7: l-(5-C4-(4-7 P P 7xr:;l/)-4-l:: H P^ vhf^U ^7 ]-2-(4-7 

Muyx. -}V) -2- 7 X -)V^y^}V) -3- (1 - « V - p 5" y < )V) tf ^ u v >- 

4-'r>il/)'^l/7 2i^^-^ 

1 3 C -8 : 1- (5- [4- (4-7 P P 7 x " -4- 1 H P =^ v tf ^ 'J v y ] -2- (4-7 
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a 7 X - ;!/) -2-7 X - y^JV) -3- (3- 1 K □ ^ v7°n \iM ^m. 
#^9^!jl3C-9 : l-(5-[4-(4-i:7PD7x-;i/)-4-t Ha4^->h:^'J vV]-2-(4-7 

;i/:tD7x-;i/)-2-7x-;u^>^;i/)-3-(i-(::i=i5^/'r;i/) e^u v>-4-r 

##^!ll4C : N-(5-(4-(4-^P07x-;i/)-4-t: Ho^S/tf^'J vV)-2, 2-t:7. 
(4-7;i/:tD7x-;U)^>5^;!/)7-kh75 K 

#%«SJ15C : N-(5-[4-(4-7Pn7x-;W-4-t F n^i^ti^'J i>V]-2-(4-7;U 
;^n7x-;i/)-2-7x-;U^>^;W7-feh7S K 
10 ##«^J 1 D 

^>v;u 2-((5-k Kn=\^>'-2, 2-v7xii;u^>^;W75 y)-2-^^yx^ 



5-75y-4,4-v7x-;i/^>:$^y— ;K15.8 g)C07-feh— hU;KlOO ml) 

15 «jc2-(((^>v;u:t^>')*;i/#ii;i/)75 y)«(i3 g), wsc(i4g)^jp^ 

11^. : 122-I23t:. 
20 #^F02D 

tert-7>;U 2-((5-t: Fo^v-2, 2-v7xx;U'^>5^;i/)7^ y)-2-^4^VX 



0 




OH 
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10 



15 



20 




JC2-(((tert-7'b^v):tj;U4^-;i')75y)M(3.5 g). WSC(4 g) t h >J 

mmit^^ (4g) ^nrc. 

■H-NMRCCDClj) (5 : 1.2-1.6 (2H, m), 1.43 (9H, s), 1. 802.3 (2H, m) , 3.4-3.6 
(2H,in), 3.69 (2H. d). 4.04 (2H, d), 5.0 (1H, br), 5.70(lH,br), 7.1- 
7.4(lOH,in). • 
##^J3D 

2,2->^7x-;U-5-(4-7xX;H:f^U v/)^>^>- H U ;i/ 




5_7'p:t-2,2->?7x-;i'^>:$'>:^hU;K9.5 g) CDJ-fe h- h U ;KlOO ml) 

ij|,^^: 88-89t:. 
##^J 4 D 

7-;d-^7-4,4-v7xz:;^-7-(4-7x-;^tf^'J v/)^7'^>-hU;i^. 
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6-i/7y-4.4-v.7x-;i/^:^+|->i^ (5.87g) tOv^an^:$'> (eOml) 

i,zmt^^=-)v (3.57g) ^>K}^TJD;^, ^i^rmfBmwvrz. RULmzyx. 

-;l/ti^Uv> (4.8 g) <hhUX5^;U7S> (5 g) (D'J^xiu:^^> (20 ml 

:ft^7K-e»^, W«:M-U ':7A-e^^Sbfco i^ET?iSILt#^)nfc?5^ 
S/ U * ^ A P -7 h ^ 7 7 ^ - }::# b , . >-mm:r.9-JV (4 : l ~ 
■ 1:1) T-^tfib^M^b'&tl (7.5 g) ^mzo 

10 'H-NMR(CDCl3) 6 : 1.19-1.95 (4H. m), 1.96-2.08 (4H. m), 2. 20-2.79 (6H. m) . 
2.91.(1H, dt, J=2.6. 18.0 Hz). 3.38-3.52 (IH, m). 4.56-4.80 (IH. m). 
7.10-7.38 (15H, m) . 
##ffl5D 

2,2-:^-7x^;!/-5-(4-7x^;H:f^U>?y)^>^>'l^7 5> . 




15 

3 D T$a3i L 2 , 2- >^ 7 X ^;U-5- (4- 7 x - jU ^ ^ U V ) ^ ^iJ' >- 
hU;!/ (10.0 g) ^7j<^'fl::'J5"'^.A7;l/^-'^A (4.8g) tmt7)l2,-0l^ 
(16.9 g) (7)THF (350 ml) !iMtC^/^Tj!lPA> ^taT-3P#rsm^Lfc, SJ^^ 

■ imzm^ymitth^j'^PAym^ (400. mo ^^^^T^i^^bT^jD^s^^fBrni^ 

20 .L. x-xJU (500 ml) ^JP^ir^< hT-5ji!L/t. 

u*y>'U;^j^Ai:7PTh^77'i'-(i#b' t^^x5^;i/-;<^y--;u (s-.i) ~ 
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mm.x^ji'-^^ y-)i-mu7y'E::z.77K (50:io:i) r-i^ihummit^^ (8. i 
g) ^mco 

'H-NMRCCDClj) 6 : 1.25-1.36 (4H, m), 1.69-2.03 (6H, m), 2.10-2.18 (2H, m) , 
5 2.28-2.48 (3H, m), 2.90 (2H. d, J=11.4H2). 3.33 (2H, s). 7.12-7.32 (15H. 
m) . 

> 2- ( (5- (4- ^JV^ >ii >X;I/7}n - 4^ v) -2. 2->; 7 X - 

7^ y )-2-:t-^yx5^;i/;tf;w\'/- h 



##fyiD-e#^nfc<k-&tl(5.50 g)07-fe h U;U^ft(150 mO \Z. h 0 
X5^;i/7 5>(2.76 ml), .4-S?^5^;i/7 5 / t° U vXO. 16 g)^i;I>'Mt: p- h 
;i/X>7.;i.Jl^x;K3.79 ■g)^j]P^fCo RJt^m^^i^rm^mWLr::'^. 

: 143-1.44t:. 
##:^J7D 

^>v;i/ 2-((5-3-K-2.2-v7xx;i.^>5^;u)7ay)-2-:t^vx5^;u;t; 
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(l-.D-^-mmL. ^M^b^tl (5.93 g) ^#fco 

'H-NMR (CDCl3)5: 1.51-1.63 (2H, m). 2.12-2.19 (2H, m), 3.10 (2H. t, 
J=6.4Hz). 3.73 (2H, d, J=5.5Hz), 4.00 (2H, d. J=6.5Hz). 5.10 (2H, s). 5.23 
10 (IH, s), 5.51 (IH, s), 7.15-7.40 (15H. m). 

^y-yjV 2-((4-t FD=^V-2,2-v7x-;i/7'5^;U)75y)-2-:t^VX^;L' 



4- 7 ^ / -3, 3- V 7 X y -jU?!)^ b ##^J 1 D L T-g-/5)c L fc, 

'H-NMR (CDCl3)5: 1.26-1.34 (2H, m), 1.71 (IH, s), 2.09-2.14 (2H. m), 3.53 




H O 
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(2H, t, J=5.8Hz). 3.72 (2H, d, J=5.8Hz), 4.00 (2H, d, J=5.5Hz), 5.08 (2H, 

s), 5.30 (IH, s), 5.56-5.59 (IH. m), 7.13-7.37 (15H, m). 

##fy9D 

^>v;u 2-((4-(4-^T-;u^>-t:.>7«;i/3}N-;i/^^'»-2, 2-s^7x-;i/7'^;!/ 

5 )7S.y)-2-t^yx^)Utl)W'^:^-h 



'H-MMR (CDClj) ^: 1.34-1.42 (2H, m). 2.01-2.09 (2H, m), 2.43 (3H, s). 3.73 
10 (2H, d, J=5.6Hz), 3.90-3.96 (4H, m). 5.08 (2H, s), 5.29 (IH. s), 5.48 (IH, 
s), 7.09 (4H, d, J=7.0Hz), 7.19-7.36 (13H, m), 7.73 (2H, d, J=8.2Hz). 
##f!jlOD 

^>v;u 2-((4-3-H-2,2->^7x-;i'y^;i/)7ay)-2-:^^vx5=-;u;^;u 





15 



H 0 
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. 'H-NMR (CDCI3) 6 : 2.52-2.70 (2H. m), 3.37-3.59 (2H, m). 3.92-4.10 (4H, m) , 
4.18 (2H, s), 5.13 '(2H. s), 5.78 (IH. s), 7.15-7.36 (15H,' m). 
##^!|11D 

tert-y5^;i' 2-( (2, 2-t:7. (i-^ P □ 7 x:i;U)-5- fc H v'^>x;W 7 a y 

5 )-2-:f^vx5^;u*;wu-h 

CI 




5-7 5 y -4, 4- t'x (4-^ □ o 7 xn;i/) -i-^>^ / — ;i/7i^ ##^J2D i iwi^i 

10. 'H-NMRCCDCIj) 6 : 1.23-1.35 (2H, m). 1.41 (9H, s). 1.85 (IH, 1, J=5.6Hz), 
2.05-2.14 (2H, m), 3.55 (2H, q, J=5.6Hz). 3.68 (2H, d. J=6.0Hz). 3.96 (2H, 
. d, J=6.2Hz). 4.98 (IH, br). 5.75 (IH. br). 7. 13. (4H, d, ]=8.7Hz). 7.29 (4H, 
d, J=8.7Hz). 
##f!ll2D 

15 [eTt-Zf^)V 2-((2,2-t:7.(4-^Dn7x:i;W-5-(4-;^7^;U^>if>x;i'^- 
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CI 




Me 



'H-NMR(CDCl3) a : 1.30-1.38 (2H. m) , 1.40 (9H, s). 2.01-2.09 (2H, m), 2.45 
5 (3H, s). 3.68 (2H, d, J=6.1Hz),. 3. 88-3. 96 (4H, m), 4.94 (IH, br), 5.65 (l.H, 
br), 7.02-7.12 (5H. m). 7. 24-7.35 .(5H, m) , 7.74 (2H, d, J=8.3Hz). 
##^]13D 

terl-^'^JV 2-((2,2-bi7>(4-i:7Dn7x-;W-5-3-H^>5^;i/)75 /)-2- 



■ 'H-NMRaDCla) 6 : 1.41 (9H; s), 1.47-1.56 (2H, m), 2.04-2.17 (2H. m), 3.10 
(2H, I, J=6.4Hz). 3.68 (2H. d, J=6.2Hz). 3.94 (2H, d. J=6.2Hz), 4.89.(1H, 
15 br), 5.68 (IH. br), 7.06-7.13 (4H, m), 7.25-7.33 (4H, m). 
#%'^J14D 
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F 




t:X(4-7;U^n7x-;!/)piiS'/-;i^ (24. 2 g) \zm.it^^:=-)V (50 ml) 
QX:-Vli\i^zmm.W\^tz.^^ 2^^:^^ (500 ml) \zm^tlo rg^tl^«X^ 

^^i/^uu^^y (200 ml) tc^j^^ii, h U U ;i/>'7::i K (16.4nil 

) ^m^rzm. ox:x-m^it^^y (13.4 mi) ^mTLfzo 505^»m> Kit^ 
m\z^^/-ji (5 ml) ^iux. mmmm7^\zm^rco ^w^-^<^^mm.:r.^)\^T 

10 ffiTxillL. M^k^t/ (21.8 g) ^mco 

'H-NMR (CDC 1 3) 5 : 5. 11 (IH, s), 7.03-7.11 (4H, m). 7.26-7.33 (4H, m) . 
##f!ll5D 

JL^)V 4,4-lf7.(4-7;i/;^-D7x-;i/)-4->'Ty y^l/- h 



F 




##^yi4D-r#bnfch'X(4-7;U:tD7xr:JU)7-khlih'J;i/ (20.4 g) 
, X^y-;i/ (150ml) . l,8-v7ift:>'^D[5.4.0]-7->>>x-tl> (2.63ml 
) , 7^J7U;i/^X5=-;U (12.5 ml) (7)rg'&^^18B#mMorLbrco R}^- 

m^m&ymmL. 2m^^^ (200 mo ^iu^. it^x^;i/-e^i&ttiL;to ^ 

20 M&^*o:t^7KT?5t#^. te7jc«T^'T->'5ATl£i^L.METiilgL./;. 
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x^jui^iDvmiULxmm^t'tm (28.8 g) ^mzo 

'H-NMR (CDClj) 6 : 1.25 (3H, t. J=7.2Hz). 2.42-2.47 (2H, m), 2.70-2.75 (2H, 
5 n), 4. 13 (2H, q. J=7. IHz), 7.06-7.13 (4H. m), 7.34-7.39 (4H, m). 
#^^J16D 

2, 2-\i7s (4-:7;!/^D7x-;i/)-5-t Ho^->^>5^;U7 5 > 



##^J15D-et#bn;tX5^;!/ 4, 4- fx (4-7;U^O 7x - ;w)-4-->7 / 7* 
10 ^Ix-h (34 g) , THF (150ml) (Dm'^^^Zymit^J^OM.yjl^^-OA (15.7 

g) ^iju^immiiammmiytzo i^^^^y-ju (5o mo ^'pmrz>mpLrc^ 

^-tc#L, MX5";i/T?^mUT^Ii^t:^tl (19.7 g) ^mz, 
15 rftli^tl. 

'H-NMR (CDCI3) 6 : 1.24-1.33 (3H, m), 2.18-2.24 (2H. m), 3.32 (2H. s), 3.61 

(2H. t. J=6.2Hz), 6.96-7.04 (4H, m), 7.11-7.19 (4H, m). 

##^!J17D 

tert-7'^;l/ 2-((2,2-t:X(4-7;i/:ta7xXJW-5-t: K v^>5^;U) 7 5 
20 y)-2-:t4^VX5^;U;^;WN'^-b 



F 
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F 




■ 1 6 D T# e. n/i'f b-^tl ?j ##^J 2 D <i: |W] li L. T-^ItK I' o 

'H-NMR (CDCI3) 6 : 1.25-1. 36 (2H, in), 1.42 (9H, s). -2.09-2.14 (2H, m), 3.57 
5 (2H. t. J=5.9Hz). 3.69 (2H. d, J=6.1Hz), 3.98 (2H, d, •J=6.2Hz), 5.02 (IH, 
s), 5.76 (IH, s), 6.98-7. 05 (4H. m). 7.11-7.17 (4H, m). 
##f!ll8D 

tert-:/^^;!/ 2-((2,2-b*7N(4-7;i/:ta7x-;i')-5-(4-p^5^;U^>il>X;i':j^ 



F 
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'H-NMR (CDCI3) 6 : 1.25-1.40 (IIH. m), 2.03-2.08 (2H, m). 2.45 (3H, s), 3.67 
(2H, d, J=6. IHz). 3.89-3.95 (4H, m), 4.94 (IH, s), 5.61-5.65 (IH, m), 
6.96-7.11 (8H, m), 7.33 (2H, d, J=8. 2Hz), 7.74 (2H, d, J=8. 3Hz). 
5 ##^yi9D 

. tert-7'^;i/ 2-((2, 2-ex(4-7;^:t□7x-;l/)-5-3-h'^>5^;^)75/)- 
2-;^-^yx5^;^;^;^;t;<- h 



F 




10 f^^^o 

'H-NMR (CDC 1 3) 6 :1.41 (9H. s), 1.47-1.57 (2H, m). 2.08-2.14 (2H.-in), 

2.39-3.23 (IH, m), 3.82-3.92 (7H. m), 5.77-5.81 (IH, m), 6.84-7.06 (6H, 
m), 7.19-7.27 (6H, m) . 

mmm\ 

15 2-((2,2->?7x-;u-5-(4-7x::i;ni^u vy)^>?-;i/)7^y)- 

9 0° 

^^^^^^^N-^ H-Cl 

O N-j-O 
" O 
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10 



15 



20 



S U >'x-;UzKX7^ X520 nig)OZ-fe h - h 'JJimmHO fn\)\Z^}^TrM: 
m(320 mg)^iu^rco m^^XKfLmz^yi^Jl 2-((5-t Hn + ->-2,2-v7x 
=^Jl^^>^)V)7^ /)-2-^^VX^;i/;^;i./\-^- h (0. 88 g) (D7± h:=. h U 

(^7-{rh-hU;K20 iiil)^f^{C4-7x-;Hf^iJ v>(320 mg)tmmtl^J'^ 

A (300 mg)^m^rzo KiiKsm^iowm^mii^Lrc^. 7i^iz$>i,mmji^ju-c 

M/^. : 167-1 est:. 
)-2-^=t^yx5^;i/:^3;i/Ap(- h 




tert-y^^Jl. 2-((5-fc: F □^'>-2, 2-v7x -;1/^>t-;1/) 7^ /)-2-;t+y 
Sfi.^. : 145-146t: 

4,4-v^7xx;|/-7-(4-7xx;i/e^'J>?/)^7>;i.75> 2:^^:^ 




2HC1 
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^ y -4, 4- >^ 7 X - ;U-7- (4- 7 x n U ->V ) ^ 7°^ > - N U ;K2 . 2 
g)COTHF (20 ml) mmiZJmit^J ATJl^^H^ A (760 ing)(7)THF (40 ml 

o n-^^^m^tL. i^^nn;f.^>-nE^^i^n^^aL. mmit-^m (2.0 g 
) ^mfzo 

®! * : 1 55-159r. 



1 0 N- (4, 4- >^ 7 X -JU-7- (4- 7 X - ;i/ b: ^ U V? y ) ^ y^^;!.) -4-y >if >7; 



4. 4->^ 7 X - ;U-7- (4-7 X " ;^ h: ^ U V / ) ^ 7°^;i/7 5 > (500 mg) CD 
oa^^> (15 ml) j^?K{chUX5^;i/7$> (3 ml), p- h S/;L'i7 □ U K (209 
15 mg, l.lmmol) ^ctO^DMAP (MiKS) <^7K?^TJPA, ^za-eiBtrBm^L;^c„ R 

^-^im. ME.rmm^'^i:i^'^<^nrzn-^^i^^jti^')i:fj^A^a^h^^ 

^oa;j^;UA-IPETM,f±B^at. ^^^b^t/ (420 mg) 
raJ.??. : 132-134t: 
20 ||»J5 

N-(4,4-v7x-;i.-7-(4-7x-;i/t:-^U vy)^7>;u)7-fe:$'^ H 




HCI 
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HCl 



4,4-v7x-;i.-7-(4-7x-;i/t:^U vy)^7°5^;i/7^> (400 ing)Ov^ 
□ □pt^> (15 ml) ^^^fChUX5^;|.75> (Smi). (102 mg, 1 mmol 

(i:o~io:i) rmmiLxmrnbtzm^z. mmj^^jv-m^^^n^^BLx 
mmit^^ (150 mg) $#fco 

10 N-^ > >?;i/-N- (4, 4- V 7 X (4- 7 X - ;i/ e u y ) A y 7 ^ > 

2 ^^i^^^^i 



4.4-v7x-;i/-7-(4-7x-JI/tf'^Uv/)^7°5^;i/7 5> (426 mg), ^> 
X7;UxtH (106 mg) , p- h v;i/i?-7K?Dtl (Ml^«) ©^>-ti> (5 ml) 

15 ?^fS}c»B5t^-7^T->'>A (1 g) ^m^.. sQwmmmwLfco 

5?^i?:M/£TMb#bnfc5^^$^^37y-;i/ (5 ml) {C/^^$-fr7K 
mJi^rA-^^ y-)l (1:0-20:1) Tj^tH LTM® b }Ci^^:^<h Lfc'^tC 
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, ^not-)l'A-\?E^^'bn^^aLXmmit'^m (350 mg) ^%rzo 
MA: 223-226t: 

N- (4. 4- V 7 X (4- 7 X - tf ^ U y ) ^7'5^;U) -N- (3-;< K ^ 

5 v;i-)75> 2i^iE:^ 



6 <h|W]i|{C bT^^bfco 
||^§0^a?g^S :. ^ □ □ 7}^;i/ A-IPE. . 
Mil.s?. : .215-217t:. 

10 nmms 

N- (4. 4->? 7 X - ;W7- (4- 7 x " ;i/ 1: ^ U v 7 ) -N- (2-p< h + i/^ > 



15 ^^H^B?§l!S : ^nn7t-)VA-l?E. 
Bt^. : 100-108"C. 

N-(4.4-i/7x-jl/-7-(4-7x-;!/tf^'J vy)^7°5';U) -N-(2-7;U:t 
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5 m^.: 198-200t:. 
HM^JIO 



10 4,4-v7x-;i/-7-(4-7xr:;utf^U->V)^7°5^;i/7S> (426 Dig)Og^i? 

x5^;u (10 ml) mm\zm\i^mi-v^)'yK7mm. do mo ^jQA^b<}ti^ 

U7'i:?5^^e)2 -5^:t7x>;fj;l/z}^-;i.^D'J F (146 mg) ^So^Tto 20^'^^^ 
^□■7h^^7^-JC#bfc, ^=^1t>-l^mx5^;U (1:1) Tj^ffiU, ^'bfC 
SS,^. : 125-1 sot:. 



N- (4, 4- V 7 X - ;U-7- (4- 7 x n jUhf ^ U v 7 ) ^ 7°5";1/) -2- 7 x " ;i/ 7ir 5^ 5 
F ^^m. 
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N-^ > i/;U-N- (4. A-zyy (4-7 x-;i/ hf ^ U f/ / ) ^T'^;!/) 7 5 > 

(175 ing)(D7-t hr:hU;i/ (5 ml) -m^)i^^^)> (0.3 ml) J§t^lc->7y 7K 

mitt^^ymi-hv^A m m) i^j^rsmm (0.5 mo ^m^M^Tmmm.n- 

□ ^j^jUA-IPETH^B^B LTi^H^k-^tl (130mg) $#fCo 
Sii,'^. : IIS-IZO'C. 



10 N-(2,2-v7x-;U-5-(4.-7x-;i/t°^Uf/y)^>5^;i/)-6-7x-;!/^+1^- 



6-7x-;L'^^it>^ (80 mg) 0THF (5 ml) mm^Z. TKi^T, :^{l::t=^^tf 
•JJU (63 mg) iDMF<^-»A, ZPtrBl^tatrttj^Lfc^. MEET. mmLTzo 
15 ^C0?5$^. ##^j5DT-&j7KUfc2,2-S^7x-;l.-5-(4-7x-;Uh!^>J V/) 
^y^>7^> (110 mg) «h h 'JX5^;U75 > (56 mg) OTHF (10 ml) 
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145- 

»Ti)P7., mmmbtco Rjtmz^mmw7}fi doomi) s:jp;^mx5^;v 
(100 ml) TjfttBL, m^-k^7\^rm^'^^' mym^i-h^joi^T^miyTco 

^X5";U-^4^-t^-> (2:1) ~i^to5^;UT^aib^ii-fb-&tJ (110 mg) 
5 0 

'H-NMR(CDCl3) (5 : 1.25-1.38 (5H. m). 1. 45-1.68 (5H. in). 1.72-1.78 (2H, m) , 
1.82-2.03 (6H. id). 2. 28 (2H. t, J=7.3Hz). 2.25-2.45 (IH, in), 2.52 (2H. t. 
J=7.6Hz), 2.88 (2H. d. 1=11.4 Hz), 3.99 (2H, d, J=5.9Hz), 4. 96. (IH. i, 
10 J=5.-6 Hz). 7. 12-7.34 (20H, m) . 

i-y^yi^jV^d^~>-N-{2,2-':^y j^=.)V-^-(^-y i^y^)^>^M 




15 nmMiitmmzhx^i^iyrc. 

'H-NMR (CDCl3)(5 : 1.27-1.38 (2H,'in). 1.68-2.44 (15H. m), 2.87-2. 92 (2H, m), 
3.41 (2H, t, J=6.0Hz). 3.99 (2H. d, 1=5. 9Hz). 4.39 (2H. s), 5.14 (IH, L 
1=5. 7Hz), .7. 15-7. 31 (20H. in). 

20 mmm 

4_a: ;i.-N- (2. 2->;7 X - ;l/-5- (4-7 x-JUlf'^ U ) ^ >^JW 7*^ 



wo 01/21169 



146 



PCT/JPOO/06376 




0' 



5 ilfi,^. : lOl-lOZt:. 

mmmn 

N- (2, 2- v 7 X - ;i/-5- (4- 7 X tf ^ U ->V ) ^ -4-7 x - >X 
75 H 



10 ##0iJ5DT-^figbfc2,2-v7x-;i'-5-(4-7x-;Hf^U vy)'^>^>7 
5> "(150 mg) th^JX^)V7^y (57 mg) c^THF (5 ml) mM^Z4-\iy jlIZ. 

;i/;^;ufcji/^o^-i' K (98 mg) ^^j^TJUoA, i.mmmwi^fzo Kmm\z 

mfumWyK (100 ml) ^j!]D^«X5^;U (100 ml) TiStiiU, tSfP:fei^7Klr^ 
15 s^^'^7^-{c#b, Wx^;i/~i^i?x5";u-;<i?/-ji/ ( 
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20:1) r-minLmmit'^m (nomg) ^mfco 

5 N - (2, 2-:/ 7 X - ;U-5- (4- 7 x - ;i/ tf ^ U 7 ) ^ -3-X h ^ -ytl JUt^ 



10 'H-NMR (CDClj)^: 1.19-1.31 (5H, m). 1. 68-2. 60 (15H, m), 2.85-2.91 (2H, m). 
3.99-4.02 (2H. m), 4.09 (2H, q, J=7. IHz), 7.17-7.33 (15H. m) . 
^WJ19 

2-7 -fe h 4^ ->-N - (2. 2->' 7 X ->lU-5- (4- 7 X - ;i/ tf ^ U V y ) ^ >5^;i/) 7-tz 
K 




0 



15 
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Hfi.^. : 106-107'C. 

K>i^)U (IS) -2- ( (2. 7 X - ;U-5- (4-7 X - ;i/ 1!^ U S^* / ) ^>^M 7 ^ 

y)-i-^5^;i^-2-^=^vx^;i/;^j;WN'^- h 




y 5 D T-&fi^ b rc2, 2->' 7 x-;i/-5- (4- 7 X - ;nf ^ U V . 
(HO mg) <i:Z-L-77-> (68 mg) , HOBt (41 mg) (DJ-feh-hU^U ( 
10 ml) r§?S{CWSC (58 mg) ^-20t:T-5PA, immMUX^mt^Ltz. K)t^mz 
tK (100 ml) &iJP^i^iEX5^;U (100 ml) Tftitlt, mm^kWi^V^^'^. M 

^□■7 h^^7^-tC#b. @^^X?;U-/^/-;U (100:1~25:1) TjttBb 
^M^b'&tl (120 ig) ^#/co 

'H-NMR (CDClj)^: 1.39 (3H. d, J=7.3Hz), 1.59 (4H, s), 1.95 (2H, br), 
15 2.58-2. 92 (7H, m). 3. 53-3.59 (IH, m). 3.71-3.82 (2H, m), 4.11-4.25 (2H. 
m), 5.07 (2H, s), 5.89 (IH, br). 6.30 (IH, br), 7.12-7.40 (20H, m). 
^JS^!l21 

^>v;P (lS)-l-(((2.2->?7xX;L'-5-(4-7xX;ue^'Ji^y)^>5^;i^)T 

5 y);^;i/At^x;u)-3-p<5^;i/7'^;u:^;uA^- h 
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'H-NMR (CDCI3) 6 : 0.84 (6H, d, J=6.2Hz), 1.21-2.09 (12H, m), 2.22-2.45 (4H, 
5 m), 2.84-2.90 (2H, m), 3.87-4.03 (2H, m), 4.08-4.17 (IH. m), 5.05 (2H, s), 
5.12 (1H> d, J=8.4Hz). 5.56 (IH, brs), 7.14-7.35 (20H, m), 
^»i22 

^ > (IS) -1 > ( (2. 2-s^ 7 X -;u-5- (4- 7 x ^ u y ) ^ > 
7S y )-2-:^-4^vx5^;i/:^;i/A^- h 
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'H-NMR (CDCl3)<5: 1.21-1.28 (3H, m). 1.81-2.03 (6H, m), 2.34-2.47 (3H. m), 
2.99-3.02 (4H, n). 3.90-3.92 (2H, m), 4.06-4.30 (2H, m), 5.00 (2H. s), 5.42 
(IH, br). 5.53 (IH, br), 7.04-7.32 (25H, m). 
5 ||»J23 

^ > (IS) -2- ( (2, 2- V 7 X - ;U-5- (4- 7 x njU t!^ U v / ) ^ 7 5 
y)-l-t Kn^->^5^;U-2-pr^yx5^;i/;^r;UA^-h 



10 i¥BmMo 

'H-NMR (CDClj) 6: 1.21-1.46 (2H, m), 1. 82-2.30 (9H. m), 2.50-2.56 (3H, m), 
3.15-3.32 (2H, m), 3.66 (IH, dd, J=ll.lHz. 4.7Hz), 3.84 (IH, dd, J=13.0Hz. 
5.0Hz), 4.06-4.17 (3H, m), 5.02 (2H, s). 5.98 (IH, br). 6.02 (IH. br). 
7.14-7.32 (20H. m). 



15 ^»J24 

^>>';U (lR)-2-((2.2-v7x-;U-5-(4-7xZiJl/tf^U v/)^>5^;i/)75 

y)-i-/^;u-2-:t^yx5^;i/*;UA'/- h 




HN 
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0 



HN 



0 




'H-NMR (CDCI3) 6: 1.21-1.32 (6H, m). 1.71-2.09 (6H. m)-, 2. 24-2.52 (3H. m). 
5 2.87-2.93 (2H, m). 3.83-4.16 (4H, m), 5.05 (2H, s), 5.30 (IH, d, J=6.2Hz). 
5.55 (IH, t, J=5. IHz), 7.14-7.34 (20H, m). 
IIW25 

(2S)-l-^>v;i/:t^->;^j;U^-;i/-2-(((2,2-S^7x-;U-5-(4-7xr:;Utf^ 



'H-NMR (CDCIj)^: 1.21-1.28 (2H, m), 1.61-2.47 (13H, m), 2.85-2.90 (2H, m). 



10 
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3.18-3.34 (2H, m), 3.86-4.25 (3H, m). 5.07 (2H, brs), 5.54, 6.07 (IH. 2br). 
7.16-7.34 (20H, m). 

N- (2. 2- V 7 X - JI/-5- (4-7 X - ;i/ 1: U ) ^ >5^>'U) -2-5^:t 7 X ;U 
5 ^^-tt^ K 



##f!]5D-e'&Sicbfc2. 2-i/7x-;i.-5-(4-7x-;i/tf^U vV)^>^>7 
= > (510 mg) tl-^-t-y :!uytl)Vif-ym. (176 mg) OT-lr h U ;i/ (20 ml 
) r^f^fCWSC (265 mg) ^^K^^TJDX., xmf^-m^-^m.Wl^tCo KJ^sm\Z7i^ (200 
10 ml) ^iPAil^X^;P (200 ml) T'Jftmi^> ^'^'kWi^'V^W^. I^jYMW.^ 

^77'<-Jc#u, i^®?x5^;i/~@^i?x5^;i/-/i5'y-;i/ (20:i) x-miav^m 

it-^m (510 mg) 
15 ffl}.^^ : 80-81 "C. 



4-^>>^;U^*5/-N-(2, 2-v7xX;i/-5-(4-7xX;Hf ^'J 'yJ)^y^)V) 




»J27 
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Mj^. : 148-149X:. 



5 mmm2s 

N- (2. 2->' 7 X - ;i/-5- (4-7 X " ;i/ hf ^ U / ) ^y^M -4-7x7^ i/^ > 




• m.'^. : 199-204t:. 

5-yD€:-N-(2,2-S^7xXjl/-5-(4-7xX;Hf^U>'y)'^>^;U)-2-7^> 
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Br 



m.^.: 129- 130"C. 

5-y O N- (2. 2->?7 X - ;i/-5- (4-7 x-;i/ bf ^ U V / ) ^ >5";l/) -2-5":t 7 



: 147- USr. 

N- (2. 2- V 7 X x;i/-5- (4-7 X ~ ;u tf ^ u y ) >5^;i') -2- tf p -;u;^7 
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ifi..^ : 155- 156^. 
5 F 




Br 



ifi.cS : I03-I04t:. 

N - (2 , 2- V -7 X ->)l/-5- (4- 7 X tf ^ U ->V ) ^ >5=-;U) -4- 1* 7 X n;U 
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M!^. : 86-87t:. 

3-^>v;U^=l^->-N-(2,2->?7x-;U-5-(4-7x-;i/lf^US^/)^>5">'U) 




2-^ > y-f ^ y -N- (2. 2->^*7 x-;P-5- (4-7 X - ;U U y ) ^ >5^>'U 

)5^7y-;u-4-:^;U7j^^+>-a H 
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ill.'i^. : 181-182t:. 

4- 7" □ ^- N - (2 , 2 - 7 X zi;i.-5- (4- 7 X -;u tf ^ u V y ) ^ > 5^; W ^ > X7 

5 H 



1$.^. : 140-i41t:. 

4-^ >^/-r )V7 S y -N- (2, 2- v7 X -;i/-5- (4-7 xin;!/ U V y ) ^>5^;i/ 
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'H-NMR (CDCI3) 5: 1.26-1.43 (3H. m), 1.63-1.92 (5H, m), 2.13-2.41 (5H, m), 
5 2.84-2.91 (2H, m), 4.18 (2H, d. J=5.8Hz), 5.67 (IH, brs). 7.14-7.39 (15H, 
m), 7.46-7.58 (5H, m). 7.67 (2H, d, J=8.8Hz). 7.84-7.89 (3H, m). 

mmmn 

N-(2,2-v7xr:;i/-5-(4-7x-;Ptf^'Jxy)^>5^;W-4-(7x-;U75y 




ll»J26 <h mmzLX^^LfZo 

nm^Bmm ■. ^m.x.j-)v-vji^)VJi-^)v. 

Si.^. : 134-1 35^:. 

15 -syV)V 3-((2.2-v7x-;U-5-(4-7xri;Hf^U vy)^>^>'i/)7 = /)- 
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5 'H-NMR (CDCI3) 5: 1.21-1.33 (2H, m), 1.67-2.09 (8H, m), 2.20-2.61 (5H. m), 
2.89-2.94 (2H, m), 3.42 (2H, q,. J=5.9Hz). 4.00 (2H, d. J=6. IHz). 5.08 (IH. 
br), 5.11 (2H, s). 6.05 (IH, br), 7.13-7.37 (20H, m). 
II»J40 

^>v;l/ 4-((2, 2-v7xri;t/-5-(4-7x-;i/tf^U 'J/)^y^)V)7^J)- 

10 \--t^V':^^)Vti)m^~V 



'H-NMR (CDCl3)6: 1.21-1.38 (2H, m). 1.67-2.12 (12H, m) , 2.24-2.52 (3H, m), 
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2.86-2.91 (2H, m). 3.10 (2H, q, J=6.4Hz). 4.00 (2H. d, J=5.9Hz), 5.05 (2H, 
s), 5.14 (IH, br). 5.30 (IH. br), 7.1 7-7.32 (20H. m). 

^ > N- (2- ( (2, 2- V 7 X - ;U-5- (4- 7 x -;i/fcf ^ U v / ) ^>^)l) 7^7 
5 )-2-^^'JJL^)V)-^-^^)\^)t))W'^)^-h UBM. 



'H-NMR (CDCl,) "^: 1.53-1.68 (3H, m), 2.17-2.28 (2H, m). 2.65 (4H, brs). 2.89 
10 (5H, br s), 3.49-3.55 (2H. m). 3.88-4.00 (4H. m), 5.08 (2H, s). 5.66 (IH. 
t. J=5.7Hz), 7.15-7.35 (20H. n), 12.02 (IH, br). 
^»J42 

i-^> v;i/-3- (2. 2-i^7xn;i/-5-(4-7x-;uk!^ u i^y ) ^>^;w ^ur 



1 5 ##^J5 D T'&fig U fc2, 2- V 7 X - ;U-5- (4- 7 x bf^ 'J / ) ^ > ^ > 7 
a> (110 mg) t^'J'yjyM'Oi^JU (41 mg) (DtfUi/> (5 ml) ?§fS^3 
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mm^i^rm^LfzW:^ ujet. mmbtzo c(7)^$^7K (loomi) tmmji 
(100 ml) T^EL. ^mi<^tsiD^i^7K-e^5fe?^^. ^y\^mmi- V h 

ifk'&tl (114 mg) ^ntz. 
m^. : 156- 157t:. 

N- (2- ( (2, 2->' 7 X ~;i/-5- (4- 7 x:i;i/ tf ^ U v / ) ^ >5^;U) 7 ^ / ) -2-:t^ 




10 ^»J2-e^fi^byctert-7*^;U 2-((2,2-v7xn;i/-5-(4-7x-;i/tf^U 

'j>f)^y^)V)7^j)-2-'t^v:x.^)Vts)vn:^-h (4.og) (Z)«x5^;i/ ( 
60 ml) •mm\zm^m\:7m-wm:x.^}i' (iso mo ^jpa., ^ra-emtPBiJtit 

^t\^xmc (4.3 g) a :i(D7^yimM (200 mg) <!: t°P-;i/-2-:^7;i/4^> 
15 m. (46 mg) . h'jX^;U75> (77 mg) (D7-fe hX h U ;i' (15 ml) ?§?^{C^ 
}^T^ WSC (80 mg) ^jJDA. ^STigBtrBlitJ^bfc:. Mf&?^(::7K (200 ml) ^ 
JP^iti?X5=-;U (200 ml) TttfctSt, tSfP:ftJi7j<TI$femt, *S7j<ii5Si^:^ h U 

^-\z\^L. i^iEx^;p~i^^x5^;i/-/^/-;u (5:0 T^aiu, $5>{ci^ 

20 i^X^;U-^4^1t>;6^e>MlgrBb^^'fk'&tJ (97 mg) ^%ti, 
gl^. : 158-1 59t:. 
IIM^?iJ44 

N - (2- ( (2, 2-i^' 7 X x;i/-5- (4- 7 x x;U kT^ U vV ) ^ y=^)V) 7 S y ) -2-;t =^ 
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5 Si*. : 184-185t:. 

N-(2-( (2, 2-v7 xn;i/-5- (4-7 x-;|/ fcf^ U vV ) ^>^;u) 7 s y)-2-^^ 




10 mmm^^tmm\zLx^j^Lrzo 

'H-NMR (CDCI3) 6: 1.22-1.38 (2H, m), 1.76-2.48 (IIH, m), 2.94-2.99 (2H, m), 
3.97 (3H, s). 3.98-4.06 (4H. m), 5.76 (IH, brs), 6.93 (IH. s). 7.11-7.41 
(19H, m), 7. 63-7.67 (IH, m). 
15 |I5E^J46 

N-(2-((2,2-v7x-;i<'-5-(4-7x-;Hf^U vy)^>5^;i/)7sy)-2-^4^ 
yx5^;U)^>y7^>-2-;^;i/4^+tf-^ H 
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'H-NMR (CDCI3) 6: 1.26-1.34 (2H, m), 1.80-2.47 (UH, m), 2.94-2.99 (2H, m), 
5 4.01-4.07 (4H, m). 5.61 (IH, brs), 7.06-7.55 (20H, m), 7.68-7.72 (IH, m). 
^»J47 

5-:^ □ P -N- (2- ( (2, 2-'Jyx. " JU-5- (4--7 x-jHf ^ 'J v / ) ^ >5^JU) 7 ^ 

y)-2-:t=i^yx5^;i/)-r > H-;i^-2-;^j;i'iJ^+it5 H 




10- mmm^2tmmzLX'^f!S(.brzo 

'H-NMR (CDCI3) (5: 1.22-1. 29 (2H, m). 1.73-2.35 (13H. m). 2.94-2.98 (2H, m), 
3.98-4.17 (4H, m), 5.80 (IH, brs), 6.92 (IH. s), 7.06-7.63 (19H. m), 9.92 
(IH, s). 

15 mmm^s 

N - (2- ( (2, 2- V 7 X - ;W5- (4-7 X - ;H:^ ^ U y ) ^ >5^;l-) 7 5 / ) -2-:t 4^ 
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5 'H-NMR (CDCl3)(5 : 1.25-1.33 (2H, in), 1.75-2.19 (9H. m), 2.30-2.38 (3H, m). 
2.94-2.99 (2H, ra). 3.98-4.05 (4H, m), 5.92 (IH, brs), 7.09-7.26 (15H, m), 
7.53-7.59 (3H. m) , 7.86-7.88 (4H, m) , 8.32 (IH. s) . 
^»!l49 

N- (2- ( (2, 2- V 7 X - ;i/-5- (4-7 X H h: ^ U / ) ^ y^-M 7 5/) -2-^^ 
10 yx5^;U)-l-h HD^v:h7iS^l/>-2-;^j;U7}?^-!t5 K 



'H-NMR (CDClj) 6 : 1.25-1.33 (2H. m), 1.75-2.11 (lOH. m), 2.38-2.46 (3H, m), 
15 3.II-3. 15 (2H, m), 4.00-4.05 (4H, m). 5.89 (IH, brs). 7.08-7.24 (18H, m), 
7.45-7.72 (3H. m), 8.39-8.43 (IH, m). 




HO 
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N- (2- ( (2. 2- V 7 X - ;U-5- (4-7 x hi ^ U ) ^ >^)l) 7 5/) -2-:t4^ 



'H-NMR (CDClj) 5 : 1.26-1.34 (2H, m), 1.85-2.21 (lOH. m), 2.42-2.49 (3H, m), 
3.12-3.19 (2H. m), 4.01-4.06 (4H, m), 5.80 (IH, brs), 7.08-7.35 (18H, m). 
7.48-7.53 (IH, m), 7.68 (IH, d, J=8. IHz), 7.84 (IH, d, J=8.4Hz). 
10 ^»J51 

N- (2- ( (2- ( (2, 2- V 7 xr.;i/-5- (4- yx.ZL)l U v / ) ^ >^)l) 7 5 / ) -2- 
^=^ryx5^;U)75y)-2-:t^VX^;i/)-2,2,2-hU 7;U^D-N-7xX;U7 





COCFj 



15 
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: 145-146^:. 

N- (2- ( (2, 2- V 7 X - ;U-5- (4-7 X - ;U tf ^ U V y ) ^>5";U) 7 5 y ) -2-:^-^ 




M.'^. : 153- 154^:. 

10 N-(2-((2, 2-v7xx;i/-5-(4-7x-;i/t:^U y^) ^y^)U)7 ^ y)-2-^^ 

yx5^;u)-4-t:7x-;i/;^j;i':j^^-t>-5 F 




mg) t h 'JX5^;U75 > (80 mg) COTHF (10 ml) J^j^tCTKi^T^ 4-t:7xx;U 
15 jj)Uifs-j\,^u'J K (54 mg) <&j!lP;t. 2B#MJtbfco iKJ&fS{lgSfPa#7K ( 
100 ml) ^JPAMx5";i/ (100 ml) T^SttSb. tSfti:i:i^7Kl:-^^m> ^7KeS 
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Th^^7'r-n#u. @^^x^;u~Mx5^;i/-/3'/-;u (iO:i) rmihL 

mmit'^'^ (100 mg) ^mco 

'H-NMR (CDClj)^: 1.22-1.48 (2H, m). 1.81-2.36 (9H, m), 2.42-2.68 (3H, m), 
5 3.18-3.22 (2H, m), 4.01-4.13 (4H, m), 5.81 (IH. brs), 7. 10-7.29 (20H, m), 
7.40-7.51 (IH, m), 7.62-7.70 (2H. m). 7.93 (IH, d, J=8.3Hz). 
^WJ54 

N- (2- ( (2, 2- V 7 X - ;U-5- (4-7 x x;i/ tf ^ U v 7 ) ^ y^JV) 7 = / ) -2-^^ 



'H-NMR (CDClj)^: 1.24-1. 55 (2H, m), 1. 82-1.89 (2H. m). 2.02-2.31 (9H, m). 
2.54-2.60 (3H, m). 3. 25-3.30 (2H. m), 3.98-4.09 (2H, m), 5.89-5.92 (IH, 
15 m), 7.07-7.54 d8H, m), 7.79-7.83 (IH, m), 8.04-8.18 (IH, m) . 
^»J55 

N- (2- ((2, 2- v7 xX;U-5- (4-7 x -)l tf ^ U vV ) ^ V^JU) 7 5/) 
VX5^;U)-3-7xi:;i/>^o/t:h5 H 



10 
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'H-NMR (CDCl3)(5: 1.21-1.38 (2H, m), 1.78-2.17 (9H. m). 2.39-2. 53 (4H. m), 
5 2.83-3.03 (4H, m). 3.73 (2H, d. J=5.3Hz), 3.99 (2H. d, J=5.9Hz), 5.67- 
5.73 (IH. Di), 6.69-6.74 (IH. m), 7.13-7.31 (20H. m). 
^»y56 

4- - h □ > zyJl 2- ( (2 , 2- V 7 X " ;i/-5- (4- 7 x n ;U tf ^ U v 7 ) ^ >5^;l/) 

7 5/)- 2-:t4^vx5^;i/:^;i/;\'/-h 



10 




'H-NMR (CDClj)^: 1.21-1.33 (2H, m), 1.78-2.15 (8H. m), 2.29-2.49 (3H, m), 
2.92-2.97 (2H, m). 3.73 (2H, d. J=5.5Hz), 4.01 (2H, d. ]=5.9Hz). 5.14 (2H, 
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s). 5.53 (IH. s), 5.79 (IH, s), 7.13-7.32 (15H, m). 7.45 (2H. d, J=8.5Hz). 

8.18 (2H, d, J=8.7Hz). 

ll»J57 

4- i7 □ □ ^ > 2- ( (2, 2- 7 X n;i/-5- (4- 7 X - JU tf ^ U i/V ) y^M 
5 7B.y)-2-^^yji^)Vtl)Vn^-'h 



mg) ihUX^;l/75> (115 rag) (DTHF (6 ml) ^fg(C0-4-i> n 
0'-4-nhn7x::i;i/;^-4^^>-h (175 rag) ^Ja^> M^XimfmmWLrc. 
10 SJ^f^f-MaW7K (100 ml) ^Sn^il^X5^;i' (lOO mi) TtttbU, MD:t 

(10:1) -vm^iy. fm:L^)v-^^^y'^nw^^n\^um\\:'^^ (124 mg 
) ^ntc. 
15 a-i^ : no-isit:. 



3-^ □ 2-((2, 2-v7xX;U-5-(4-7xx;i/hl^'J v/)^>x;l') 

75/)- 2-:t^VX5^;i/;^3;i/;t^-h 





»J58 
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170 




HN 



Y 




0 



CI 



mm iitmm\zL x^j^ u tco 



: 125- 126^. 

5 mmms9 

2- 7 - u y -N- (2- ( (2, 2->* 7 X - ;u-5- (4- 7 X -;nf ^ u V y ) ^ > 7 5 
y)-2-^^yx5^;i»7-ti5'5 H 



IIM««J 5 1 U ^cN- (2- ( (2- ( (2, 2- 7 X x;i/-5- (4- 7 x x;U t: ^ U >^ y ) 

10 ^>5";v)7ay)-2-;^-^vx5";i/)7ay)-2-^=^yx5";i/)-2,2.2-hU7;i^ 

:f □-N-7xx;U7-fe^S F (150 mg) CDTHF (3 ml) 5 ^g^TK^^b:^ 

h'Jr:7A7K^?S (3 ml) ^iP^, ^iaT3P#r0^itjtbfcc ^Jt^J'^. 7X^fiD 




H 
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@^i?xWl/-/:$'y-;U-7>^-77K (50:10:1) T^tiJLliM 

it-^m (100 mg) ^mco 

5 'H-NMR (CDCI3) 5 : 1.22-1.30 (2H, m). 1.71-2.13 (8H, m), 2.29 (2H, t. 
J=7.2Hz), 2.35-2.45 (IH, m), 2.91 (2H, t, J = 10.9Hz), 3.70 (2H, d, J=5.7Hz), 
3.77 (2H, d, J=5.6Hz), 3.90 (2H, d, J=5.7Hz), 4.23 (IH. t, J=5.7Hz), 5.53 
(IH, t, J=5.7Hz), 6.50 (2H, d, . J=7. 6Hz) . 6.78 (IH, I. J=7.4Hz), 7.16-7.35 
(18H, m). 

10 ■ ^iS0!l6O 

2-'^na^y 2- ( (2. 2- v 7 x - ;u-5- (4-7 x tf ^ U v / ) ^ >^;u) 
7 5 y ) -2-;r =^ V X5^;U;tJ ;w\'p< - h 



: 83-84^:. 
^»J61 

h=^'>^>v;p 2-((2,2-v7xx;u-5-(4-7xx;L'hf^'J vy)^>9^;u 
) 7 = y ) -2-^=lr y X5^;U;^/ ;!/ A* - h 




HN 
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HN 



0 




OMe 



1$..^ : 115-I16t:. 

5 

) 7 ^ y ) -2-^=^ y ji^)Vti - h 




HN 




10 S^H^sl^i^ : i^i?x^;u-vx5^;i/x-T-;u-^=^it>. 
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h^'y^yiyJl 2-((2.2-v7x::i;l/-5-(4-7x-;Hf^'J vV)^>5^;i/ 

) 75 y )-2-:t+yx5";u;^3;i/A'^- h 



5 imm^. 

'H-NMR (CDCl3)(5: 1.21-1.38 (2H, m), 1.70-2.11 (8H, m), 2.26-2.52 (3H, m), 
2.85-2.94 (2H, m), 3.71 (2H, d. J=5.8Hz). 3.83 .(3H, m), 3.97 (2H, d, 
J=5.9Hz), 5.14 (2H, s), 5.41 (IH, brs), 5.62 (IH, brs), 6.87-6. 98 (2H, m), 
7.14-7.35 (17H, m). 
10 mMMU 

^>iy)V (lS)-l-^>>?;U-2-((2-((2,2-v7xr:;L'-5-(4-7x-;ue^U V 
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mg) i:Z-L-7x-;U7^-> (125 rag) . HOBt (79 mg) (7)7iz h U ;U (15 

ml) mmzm (so mg) ^-2Qx:rm^. mBm^^ruwLfco R^^mizjii ( 

100 ml) ^1JUK.mmx.^)l (100 ml) Ti^iiiL. m%a'k^7i^'C1^W^. 

mmit'&m (123 mg) ^mzo 

'H-NMR (CDCl3)(5 : 1.28-1.45 (2H, m), 1.81-2.41 (8H, m). 2.42-2.69 (2H. m), 
10 2.83-3.31 (4H, m). 3. 60-4. 12 (5H, m). 4.40-4.59 (IH, m), 5.02 (2H, s), 5.64 
(IH. d, J=8.0Hz), 5.84 (IH, brs), 7. 07-7.28 (25H, m). 7.58 (IH, brs). 

2- ( ( (^ > >?;U7 5 / ) ;i'4^x;u) 7 5 y ) -N- (2. 2- V 7 X - ;u-5- (4- 7 X - ;i/ 

fcf^UvV)^>5^;l/) 7 -trie's F 



mmU'mtmmzLxi^T^ym^i^^'^f^Lrzo :i(Diy7^>m^m. dso 
mg) (h-r y->7>^'^>v;u (42 mg) (7)if'jv> (5 ml) mt^^mm^WiX' 
m^Lfzo Rmm^mmmw7i(. xioo mo tmm.:^^}v mo mo t^^ssl, 

(130 mg) ^mzo 
ifi* : 149- 152t:. 




»y66 
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N - (2 , 2-f/ 7 X - ;U-5- (4- 7 X - ;Hf ^ 'J V y ) ^ > -5- b H □ + ->-5- 7 



1 6T-g-^ b/t4-^ > y-r ;i/-N- (2, 2->? 7 X :::;i/-5- (4- 7 x " ;U tf ^ 
5 U >^y)^>5^;i/)7'5^^5 H (100 mg) (Dm (2 mO (h^^J^y-;!/ (2 ml) o 

r-mmmi^Lrco Klt^m^:^ (100 mO iSmx5^;L' (100 mO T^iHU, ^ 

10 (20:1~10:1) rmiiiiyUmit'^^ (70 mg) 

'H-NMR (CDC 13)5: 1. 25-1.36 (2H, m). 1.61-1.77 (7H, m). 1.93-2.12 (6H, m), 
2.31-2.51 (3H, m), 2.93-2.99 (2H, m). 3.56 (2H, s), 3.99 (2H, d, J=5.2Hz), 
4. 59-4.67 (IH, m), 5.16 (IH, s), 7.14-7.32 (20H, m). 

15 MMm&i 

N-^ > (2, 2- V 7 X - jP-S- (4- 7 x x;l/ tf ^ 'J v / ) ^ >5^;W 7.^1^^- 
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mmm i st-^s^ u tz n- (2, 2- v 7 x zdv-^- a- 7 x :i;nf ^ u v / ) ^ 

;i/)-3-xh^>';^7;i/4^-;l/7'otf;r-;i/75 H (100 mg) (DTHF (1 ml) ^?^tc 

2^^7K^{i:i-KU'^A7j<?g^^ (1 ml) ^i}u^> Mi^nmrm^^Lrc. khvm 

5 $:7j< (100 ml) -e^«5b2^l^:li! (1 ml) "C^'faC, rax^;i'TttmL;to 

ti)Ut^ym^mco #e>nfc:^;i/4^>^i^>v;u7^> (23 mg) , hobi (3o 

mg) (DT-th^LhOJl (5 ml) mmiZ^SC (42 mg) <5r-20t:Ti]aA> IGB^Pa^^ia 
TJt^liU/io KmmizmmmtJy'Eii^Aym^^ (lOO mO ^jtlPAimx^ 
10 )V (100 ml) Ti*ttlL/> tSfa:fe:^7jc-e^#m. iE7jcffifEi?:f-hUr:7AT^^Lfc 

@^^X5";U~i^i?X5^;i/-^^y-;Kl0:l~20:3) TJ^mb^S'fb'&tldOOmg 

) ^%tZo 

15 'H-NMR (CDCls)^: 1.21-1.35 (2H, m), 1.72-2.15 (9H, m). 2. 27-2.50 (6H, m), 
2.89-2.94 (2H, m), 3.96 (2H. d, J=6. IHz), 4.37 (2H, d, J=5.9Hz), 5.41- 
5.47 (IH, m), 6.51-6.58 (IH. m), 7.14-7.33 (20H, m). 
II»J68 

N- (2, 2- V 7 X x;U-5- (4-7 xx;l/ hf ^ U y ) ^ >5";U) -3- ( (7 X x;i/7-il 
20 5";^)7a/)7°□/^•■:^5 H • 
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mmmr^J^bfz^yi^)]/ 3-((2,2-S^7x-;l/-5-(4-7xii;Hf^Ui^ 
y)^>^)l)7^y)-Z--t^VZ^U}d)VtJ)l/'^}^-h (370 mg) (DJl^y-JV 
(5 ml) mmz\Q%Ayz^^Amm (37 mg) ^m^> 7Kfl#HET^iaT2B# 

$ ^ >- U ^ A ^ o -7 h 7 ^ - (c# b , imx^;u-p< ^ / -;K5 : 1 

) ~gmx5';i^-p<i5'y-;U-ta?n7>^:::i77K (50:10:1) Tj§aiLvT^> 
tLfcio Z(Di^7^ythOJL^)l7S.y (74 mg) (DTHF (10 ml) m^^\Z^^ 

Tmtyji^)V7t^)v (82 mg) ^jp^, zmfBrni^Lfzo KjiBmzm^MW 

10 7K (200 ml) ^mX^^X^JV (200 ml) TftbtBL/. ^^-k^JK-cm^^. M 

i7nTh^^7^-fc#L, t^mx5^;i/~@?i?x5^;i/-;<r$'y-;u (io:i) ■r?^ 

tBb, i^^X5^;U-^:^-tJ->75^^^|g^L^M^b'&tl (68 mg) ^#fcc 
: 149-1 50t:. 
15 ^»J69 

N - (4- ( (2, 2- V y X x;i.-5- (4-7 X x;i/ tr^ U vV ) ^ >^>ll/) 7=7) -4-:t 4^ 
V^^;i/)^>X7^ F 
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^M«^J40T^fig U ;t ^ > 4- ( (2 . 2- >^ 7 X - ;i/-5- (4- 7 x " ;i/ U 

/ ) ^ >5^;w 7 s y ) -4-:t4^ V ;u;t - h ^> H WJ67 (h iwmi L T 

M : 144-145t:. 

mmmio 

^ y 2- ( (2. 2-J 7 X - ;U-5- (4- 7 x - ;u t: ^ u y ) ^ >5^;u) 7 5/)- 
2-p^4^yx^;i/;^7->j^^^- h 



^ WJ 1 9T-&/5)c L /b2-T-fe b ^ v-N- (2, 2-'>* 7 X - ;i/-5- (4- 7 X tf ^ 
'J-://)^>-5^>'U)7-t:^5 H (130 mg) OTHF (5 ml) m^\Z2m^7\(.miti- h 
^JOhymm (5ml) ^JPA, ^raTiBtr^mi^LTt, KUt-m^Tl^- (lOOml) T 

is' '::7AT-ft^, MffiTiillSUrc, c:0JF|$<hH>JX5^;U7=> (272 mg) , DMAP 
(2 mg) (DTHF (5 ml) mWzmtt} Jl't^^y^/'^'^ (448 mg) ^tKJ^TJDA. 



10 
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;i/~Mx5^;i/-^^/-;i/ (20:1~10:1) T^ttiL^lilk^t/ (70 mg) ^# 



'H-NMR (CDCI3) 5: 1.19-1.37 (2H. m), 1.66-2.08 (6H. m), 2.23-2.43 (3H. m), 
2.84-2.89 (2H, m). 3.99 (2H, d. J=5.9H2), 4.52 (2H, s), 5.13 (2H, s). 5.77 
(IH, brs), 7.14-7.39 (20H, m). 



N- (2, 2->^ 7 X x;i/-5- (4-:7 X - ;i/ tf ^ U y ) ^ >5";W -5- 7 X :z;U-2-5^^ 
7x>;^;i-4^^1i-S K 



^«30T'&^b/;5-7*P^-N-(2,2-v7xX;l/-5-(4-7xx;i/t°^U V 
15 y)^>^)V)-2-9-:tyx.ytl)l^^-^^ H (HOmg) ty :t:.=L)mom (33!ng 
) . 2^^^^7K^:M-U'7A7K^f^ (2 ml) (7) h=t^i/X5' > (10 ml) m 
miZT'hy^T. (h'j7xX;l/4^7.7^ » n^i^'^U (0) (28 mg) ^JpA 

> g^^H^T, mmtmrnkx^t^. i^w^^ Rm^m.-^!)^ (2oomi) t^irl 

WX5^JU (200 ml) -eiSmb;to wa)i^^^o:ti^7KT-^5t^m, ^7KM-:>- 

7^-lC#L. i^^X5^;i/-^^1^-> (2:1) T'?^tt5L. ^ b (c:^,^b^b M<t: 

-^t) (66 mg) <^t#fco 

M:i37-138'C. 



5 tz 



10 



;»J7i 
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5 ^5a^^J29T'^^Ufc5-yD^-N-(2,2->?7x-Jl/-5-(4-7x-;Hf^U 
BE.-^. : 131-1 32^:. 

10 N- (2, 2- V 7 X - ;i/-5- (4-7 X - ;u t!^ U s^/ ) ^>5^;u) -3-7 X - >X 
75 K 




IISSf'132-r-&^ L/c3-7*D^-N- (2, 2-^ 7 x " ;i/-5- (4-7 xx;!/ 1:^ U v y 
gfi.<^ : HO-Ult:. 



PCT/JPOO/06376 
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mmmu 

(2S)-2-75y-N-(2-((2,2-i^7x-;!/-5-(4-7x-;Utf-^'J-:/y)-^>5">'l-) 

7 5/)-2-:t=^yx5^;^)-3-7x-;^7°□A:^5 F 



5 mmi^mr'^i^i'rz^>i^jv (is)-i-^>v>'u-2-((2-((2,2-v7x-;u^ 
5- (4-7 X tf ^ u V y ) ^ >5^;i') 7 a y ) -2-^^ y x5^;u) 7 ^ y ) -2-;t^ 
:yx5^;i';^7;i/A';<- h (110 mg) (Dx^y-;i/ (5 mi) ^?g(cio%yi^v'7A 

(11 mg) ^j!jn^> 7iimmmnrf^i^r2Qmmm.wi^rzo Rit^m^^mv. 
5?^^MJ£TM ut# e> nrc?^$ -> u * y ^ A ^ □ -7 h ^ ^ 7 ^ - tc# 
10 L> Mx5^;i/~g^mx5^;w^:$'y-;u (20 : 3) ^i^^x^^ju-^^s^y-;!/- 

^fn7>^X77K (50:10: 1) rmm^UMit-^!^ (40 mg) ^#feo 

'H-NMR (CDCl3)a: 1.21-1.42 (2H. m), 1.70-2.19 (9H, m), 2.25-2.58 (3H, m), 
2.60-3.29 (4H. m). 3.45-4.37 (6H, m), 5.58-5.81 (2H, m). 7.02-7.27 (20H. 
15 m), 7.87 (IH, brs). 

^ > v;U 2- (N- (2, 2- V 7 X x;U-5- (4- 7 x XjHf ^ U v y ) ^ -N- y 5" 

;i/7^ y)-2-::t-^yx5^;i/:^7;i/Ay- h 
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1 B -ST-g-^ b fci A 7 5 y - 2 , :7 X - ;i/-5- (4- :7 X - ;nf ^ 
Uvy)^>37> (420 mg) (Dm (15 ml) ^f^fCTK^ibU 5^'^A7;i/5 " "^A 

(112 mg) ^^j^TJPA, ^iaT-2s#rB^ GQvxmmmwLrz. Rjt-m^if^m 

5 L> tK (5 mi) ;^V^T2^^*^-fb:^hU'i>A7K^^ (3 ml) ^{j^fT 

-Dija^. x-7^;i/ (300 ml) ^Jn^-fe^-r hx-^Mvrzo ^^(Dmwtm^^m 

^->U;^y;i/^^A^p-7 h^^7^-lC#Lx, @1:i?X5^)I/-/^/-;i/ (5:1 

) ~Mx^;i/-^^5'y-;i/-gs?n7>^:x77K (50:io:i) -r^mb^o dtit 

10 l-^^)=yy (84 mg) ro7-fehXhU;l/ (10 ml) ?^?^ICWSC (76 mg) ?r^K}^T 
^IP^, 16P#r«1^?aT«i#trc. ;Sj;t^?^{C7K (200 mO ?:U0^@t^X5^;P (200 ml 

~Wx5^;U-;^r5'/-;U (20:1) -ei§mL^li^t:-&tl (130 mg) ^nfc. 
15 #h^hW*o 

'H-NMR (CDCls)^: 1.22-1.39 (2H, m), 1. 65-2.05 (9H, m), 2.23-2.51 (3H, m). 
2.75-2. 96 (2H, m) .- 3. 88-3. 90 (2H. m), 4.06-4.18 (2H. m), 5.11 (2H. s), 5.85 
(IH. s), 7.20-7.35 (20H, m). 

20 ^>v;i/ 2-((5-(4-(3--7;u^n7xx;i/)tf^'J>?y)-2,2-v7xx;u-^>^ 

;l/)7a y)-2-:;J-^7X5^;i/;^;l//N';<-h M^iM. 
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F 



##^J7 DT'#bn;t{t;-&tl(0.31 g)Oxh^t: HD7^>?gf^(10 ml)H. 

y -;1/-MX5^;1/ (O : l OO - 5 : 95) TMM bfco # nfc 7 U - 7 S >(Z)X^ 
^l: LT^i^'fb'&t) (0. 29 g) ^mzo 

'H-NMRCCDClj) 6 : 1. 23-1.33 (2H, m), 1.43-1.47 (2H, m), 1.97-2.01 (2H, m), 
2.57-2.90 (7H, m) , 3.84-4.13 (6H, i), 5.02 (2H. s). 5.86 (IH, s), 6.73 (IH, 
s). 6.90-7.61 (19H, m), 11.37 (IH, brs). 



15 ^>v;i' 2-((5-(4-(2-7;U^D7xx;Wk°^U vy)-2,2-i/'7xX;i/^>5^ 



mm 




H O 
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'H-NMRCCDCl,) (5 : 1.25 .(2H. brs), 1.47 (2H. s). 1.96-2.00 (2H. m). 2.53- 
3.11 (7H, m), 3.81-3.98 (6H. m). 5.01 (2H, s). 5.86 (IH. s), 6.85 (IH. s), 
6. 98-7.43 (19H, m). 11.30 (IH. brs). 

mmmn 

5 ^yi^)l 2-((5-(4-(4-7;U^D7x-;i/)t:^U vy)-2.2-s^7x-;i/^>5" 
;i/)7ay)-2-;^+yx5^;u:^;i/A;^- h 




10 'H-NMRCCDClj) (5 : 1.46 (2H. brs). 1.69 (2H, brs), 1.93-1.97 (2H, m), 

2. 54-2.89 (7H, m). 3.78-3.98 (6H, m), 5.02 (2H. s), 5.86 (IH, s). 6.83 (IH. 
s). 6.96-7.38 (19H, m), 11.31 (IH, brs). 

^ y 2- ( (5- (4- (3-^ h + '> 7 X :i;u) tf ^ U ->V ) -2, 2- V 7 X 
15 )l)7^y)-2-^^'JJ^^M)W'^^-h MM^ 




H O 

##^J 7 D T1# b n /i^k^t) b ^M^!) 7 6 ch |5] # IC b T ^ fiK L /c o 
'H-NMR(CDCl3) a : 1.50 (2H, brs), 1.64 (2H, s), 1.98-2.02 (2H, m). 2.57- 
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2.85 (5H. m). 2.91 (2H. brs). 5.03 (2H, s), 5.89 (IH. s). 6.74-6.92 (4H, 
m), 7.18-7.37 (18H, m). 11.33 (IH, brs). 

2-((5-(4-(2-^ h=^S/7x-;U)hf^U v/)-2,2-v7x-;U^>5^ 

5 ;u).7^/)-2-:^=^vx5^;u;^;i//\';<- h 



■H-NMRCCDClj) 6 : 1.26 (2H. brs), 1.62 (2H. s), 1.97-1.99 (2H. brs), 
10 2.57-2. 65 (4H, m), 2. 89-2.90 (2H. m), 3.11-3.16 (IH, m). 3.81 (3H, s), 
3.89-3.98 (4H, m), 5.01 (2H, s). 5.91 (IH, s), 6.83-6.97 (3H, m), 7.16-7.38 
(19H, m). 11.23 (IH, brs). 
^»!l81 

^>v;U 2-((5-(4-(4-;< h4^v7x-;W tf^U vy)-2, 2->*7 x -;U^>5^ 
15 ;U)7^/)-2-:t+VX5^;i/;<j;UA*^-h 




H O 




H O 



m,'^. : 119-120t: 
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•H-NMRCCDClj) (5 : 1.49 (2H. brs). 1.67 (2H. s), 1.99-2.06 (2H, m), 2.58- 
2.80 (5H, Di). 2.90 (2H. brs), 3.80 (3H, s), 3.91-4.03 (4H. m), 5.03 (2H, 
s). 5.91 (IH, s), 6.85-6.90 (3H, m), 7.12-7.63 (19H, m), 11.31 (IH. brs). 
^WJ82 

5 KyiyJl 2-((2,2-v7x-;U-5-(4-(3-hU7;i/^n^5^;U7x-;U)tf^U 



10 'H-NMRCCDClj) (5 : 1.54 (2H. brs), 1.65 (2H, s), 2.04 (2H, brs), 2.48 (2H, 

brs), 2.74-3.00 (5H, m), 3.90-4.00 (4H, m), 5.00 (2H, s), 5.88 (IH, brs), 

7.18-7.32 (18H, m), 7.45-7.58 (3H, m), 9.98 (IH, brs). 
II»J83 



^>>?;i/ 2-((5-(4-^5^;U-4-7x-;Hf^'J vV)-2,2->^7xZi;!/^>5";i/) 

15 7^y)-2-:t^vx5";i/;^j;i^/\'^-h 



'H-NMR(CDC!3) (5 : 1.26-1.36 (4H, m). 1.62 (4H, s), 2.45-2.95 (8H, m), 3.60 




H O 




H O 
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(2H, brs), 3.93-3.95 (4H. m). 5.04 (2H, s), 5.99 (IH, s). 6.78-7.61 (20H, 
id). 10.95 (IH, brs). 



^ y 2- ( (2, 2- V 7 x-;U-5- tr^ Vi^y^ y^M 75/) -2--t^ V 

5 ;i/*;uA^-h ^m.^ 



'H-NMRCCDClj) (5 : 1.33-1.44 (2H, m). 1.67 (3H. s), 1.79-1.89 (2H, m), 
10 2.33-2.54 (5H; m), 2. 85-2.87 (2H, m), 3.65-3.68 (2H. m), 3.92-3.99 (4H, 
m). 5.05 (2H, s), 5.91 (IH. s), 6.91-6.93 (IH, s). 7.18-7.41 .(15H. m), 10.99 
(IH, brs). 
^»J85 

a: y 2- ( (5- (4-^ > If ^ u V y ) -2. 2- V 7 xIi;U^ y^M 75/)- 
15 2-;r^yx5^;i/:^;wt/-h J^S^i^ 



'H-NMR(CDCl3) 5 : 1.44 (2H, s). 1,71-1.83 (3H. m), 2.15-2.28 (2H. m). 




H O 




H O 
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2.35-2. 64 (6H. m), 2.83-2.84 (2H, m), 3.69-3.72 (2H, m). 3.89-3.98 (4H. 
m). 5.06 (2H, s), 5.90 (IH, s), 6.90 (IH. s). 7.09-7.63 (21H, m), 11.10 
(IH, brs). 



5 ^>v;i/ 2-((5-(4-(3-7;u:fn^>v;u)tf^u->v)-2,2-::^7x-;u^>5^ 
;i/)75y)-2-:t+yx5^;u;ti;uA^-h ^mm. 



10 'H-NMR(CDClj) 6 : 1.42 (2H, s), 1.63-1.80 (4H. m), 2.15-2.27 (2H, m). 
2.38-2.62 (6H, in), 2.81 (2H, s), 3.69-3. 72 (2H, m), 3.91-3.96 (4H. m), 5.04 
(2H, s), 5.86 (IH. s), 6.78-6.93 (4H, m). 7.16-7.61 (17H, m), 11.10 (IH, 
brs). 



15 ^yzy)l 2-((5-(4-(2-7;i/::^-n^>i^;Wt:^'Jvy)-2,2-i/'7x-;i/^>^ 

;u)TS/)-2-:f4^yx5^;i/;^j;wtp<-h 



^»J86 




H O 




H O 
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'H-NMRCCDClj) (5 : 1.41 (2H, s), 1.76-1.80 (4H. m), 2.14-2.27 (2H, m), 
2.36-2.66 (4H. tn), 2.81 (2H, s), 3.66-3.70 (2H. m). 3.91-3.96 (4H, m), 5.04 
(2H, s), 5.89 (IH. s). 7.00-7.35 (23H, m), 11.07 (IH. brs). 
^M^^!l88 



5 ^yi^JV 2-((5-(4-(4-7;i/:4-P^>v;U)h:^U>^y)-2,2-v7x-;i/^>5^ 

;i/)7^ /)-2-^^yx5^;i/;^j;i'A/- h 



10 'H-NMRCCDClj) 6 : 1.42 (2H. s). 1.63-1.79 (4H, m). 2.13-2.25 (2H. m). 
2.33-2.59 (6H, m), 2.81 (2H, s). 3.68-3.90 (2H. m), 3.90-3.96 (4H, m), 5.04 
(2H. s). 5.87 (IH, s). 6.93-7.35 (19H, m). 11.10 (IH, brs). 

^ > >?;u 2- ( (5- (4- (2. 4- V yjv-tu^y tf ^ u v y ) -2. 2- x - 
15 >5^;u)75 y)-2-:r^yx5^;i/*;UA^p^- h iMMM 



'H-NMR(CDCl3) 5 : 1.42-1.44 (2H, m). 1.69-1.80 (4H, m). 2.16-2.29 (2H, m), 




H O 




H O 
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2.37-2.64 (6H. m). 2.84 (2H, s). 3. 69-3.72 (2H, m), 3.92-4.01 (4H. m), 5.06 
(2H, s), 5.89 (IH. s). 6.75-6.87 (4H, m), 7.05-7.37 (14H. m). 11.11 (IH, 
brs). 

^>iy)i i-a^-i^-ii-zyy y^yz^)V)\i^'j ~y/)-2.2-i^y 




10 'H-NMRCCDCls) (5 : 1.44 (2H, s), 1.66-1.79 (4H, m), 2.21-2.53 (6H, m), 
2.67-2. 70 (2H, m). 2.84 (2H. s). 3.72-3.75 (2H, m), 3.92-3.98 (4H, m). 5.06 
(2H, s), 5.85 (IH, s). 6.86 (IH, s). 7.18-7.37 (17H, m). 7.58-7.63 (2H, 
m), 11.16 (IH, brs). 
' ^»!191 

15 ^>i^)v 2-((5-(4-7-uy e^U'>v)-2,2-v7x^;^':^>^;^)7^y)- 
2-;^-^vx^;^*;^;^'^-h i^MM 
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a^.: 134-1 36"C 

'H-NMRCCDClj) 5 : 1.40 (2H, s). 2.26-3.04 (iOH, m). 3.53-3.94 (8H, m), 4.99 
(2H, s). 5.88 (IH, s). 6.63 (IH. s), 6.91 (IH. s). 7.15-7.44 (19H. m), 10.30 
(IH, brs), 10.87 (IH, brs). 

5 mmm^i 

^>iy)V 2-((2,2-v7x-;U-5-(l,2,3.4-T-N^k KD^y:^y ^) >-2-^ )l 



10 tm^mmo 

•H-NMRCCDClj) 6 : 1.26-1.68 (4H, m), 2.52-2.65 (2H, m). 2.99 (3H, s), 3.36 
(2H, brs), 3.66 (IH, brs), 3.87-4.00 (4H, m), 4.67-4.76 (IH, m). 5.00 (2H. 
s). 5.90 (IH. s), 6.84 (IH, s), 7.13-7.37 (19H, m) , 11.97 (IH, brs). 

15 ^>'y)l 2-((5-(-r V-r > H U >-2-'r ;W-2, 2-'yy x.-)V^>^M7 ^ y)- 




H O 




H O 
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: 121-1231C 

'H-NMR(CDClj) 5: 1.53-1.62 (6H, m). 2.58-2.64 (2H. m), 3.12-3.13 (2H. m) . 
3.92-4.01 (4H, m). 4.16-4.22 (2H, m). 5. 00 (2H, s), 5.11-5.18 (2H. m). 5.86 
(IH. s). 6.77 (IH. s), 7.17-7.35 (15H. m), 12.39 (IH. brs). 
5 ^»94 

• />c>i/Jl/.2-((5-(N-;<5^;WN-7xt^^;i/7=y)-2,2-v-7xli;i/^>5^;U)T. 

sy)-2-:t^yx5^;i/:^?;u/N';<-h 



10 tmm^^ 

'H-NMR(CDCl3)(5: 1.36 (IH, brs). 1.68 (2H. s). 2.16-2.20 (IH, m), 2.81- 
2.84 (4H.. m), 3. 06-3.33 (5H. in). .3.75-4.04 (3H. m), 4.21-4.28 (IH. m), 
4.98-5.08 (2H, m). 5.88 (IH. s). 6.81 (IH, s). 7.20-7.63 (20H. m). 11.52 
(IH, brs). 

15 mmm^i 

^ > 2- ( (5- (N-^ > v;U-N-^ =^)V7 5.J ) -2. 2- v 7 x - 7 ^ 

y)-2-:t=!rVX5^;i/;^3;W^^-h ^^iM. 




H O 




H O 



#^^y7 D Tt# b n^cfk-^W ^ *M76 ^ L T^^ b ;t 
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■H-NMRCCDClj) 5 : 1.29-1.36 (IH, m), 1.59-1.70 (IH. m), 2.05-2.13 (IH, m), 
2. 68-2.89 (6H. m), 3.74-4.06 (4H, m), 4.21-4.27 (IH. m). 4.39-4.44 (IH, 
m), 5.04 (2H, s). 5.94 (IH, s), 6.88 (IH. s), 7.18-7.55 (20H. m). 11.55 
5 (IH, brs). 



^ > 2- ( (2. 2- v7 X - ;U-4- (4-7 x:::;!^ tf ^ U 7 ) -^^Jl) 7 S 7 ) -2- 



10 p^mioDxm^nfcit'^m^^M^mntmm^zLX'^i^i'rco 

'H-NMR(CDCl3) 6 : 1.61 (IH, s). 1.94-2.04 (2H. m), 2.61 (4H, s). 2.81-2.89 
(4H. m), 3.69 (2H, s), 3.93-4.05 (4H, m). 5.08 (2H, s). 6.12 (IH, s). 6.43 
(IH., s). 7.13-7. 35 (20H, m)', 11.87 (IH. brs). 

15 mmmsi 

N- (2- ( (2, 2->? 7 X - ;i/-5- (4-7 x " ;Hf ^ U >^ 7 ) ^>^)\^) 7 5 7) -2-^^ ' 

yx5^;u)^>V5^^7x>-2-:^;i/7}^^-tj-5 F 




H o 




0 
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Slil..^. : 110-ll3t:. 

N-(2-((2,2-x7x-;U-5-(4-7x->ll/fcf'^'J':^y)^>5^>'l')7$/)-2-^=\- 

5 yx5^;u)<> \^-)V-^-t5)Vt-^-^^ H 




m.-;^. : 215-218t:. 

10 nmm'^ 

N- (2- ( (2, 2-:^ 7 X x;i/-5- (4-7 X x;U tr^ U V y ) ^ V^^^l') 7 5 / ) -2-:^^ 




H 



15 s^^H?^!^ : K^x5"JU-vX5^;i/x-7";k 

1$.^?. : 156- 160t:. 
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^WJIOO 

N-(2-((2, 2-v7x-jl/-5-(4-7x-;i/tf^U y)^>^)l)7 ^ y)-2-t^ 



5 mmm^2tmm\zLx^^Lrzo 

m.^. : 149-152t:. 

mmmm 

N-(2-((2,2-v7xx;i/-5-(4-7xX;Hf^U v/)^>5^;W75y)-2-;t^ 
10 yx5";U)-r>H-;i/-7-:ir;u^4^-tJ-= F 



M.'^. : 166-1 est:. 

15 MMMi02 

[eT[-^^)V 2- ( (2. 2- 1: X (4-^ □ □ 7 x x;U) -5- (4- 7 x XJU U ->V ) ^ 
>^JI/) 7 a y ) -2-^^ y X^;U;^3 JUA';^ - h 
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10 




'H-NMRCCDClj) (5 : 1.21-1.28 (2H. m), 1.40 (9H. s). 1.68-2.02 (8H, m) , 
2.24-2.31 (2H, m), 2.37-2.53 (IH, m), 2.86-2.91 (2H. n), 3.63 (2H, d, 
J=5.9Hz). 3.93 (2H. d, J=5.9Hz); 5.25 (IH. t. J=5.5Hz), 5.89 (IH. br). 
7.08-7.29 (13H. m). 
II»J103 

Z-^ua^yiy)l^ 2-((2.2-fc:X(4-i5'DP7xX;l/)-5-(4-7x-JHf^'J>? 
CI 




15 



'H-NMRCCDClj) (5 : 1.22-1.29 (2H. m). 1:71-2.03 (8H, m). 2.29' (2H, t„ 
J=7.0Hz). 2.37-2.53 (IH, m) , • 2. 89-2. 94 (2H, m), 3.71 (2H, d, J=5.9Hz), 
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3.93 (2H, d, J=6.0Hz). 5.03 (2H, s). 5.56 (IH, br), 5.67 (IH. br). 7.05-7.33 
(17H, m). 

mmmm 

N- (2- ( (2. 2- k: 7« (4-^ o n 7 x -5- (4-7 x " ;U t: ^ U 7 ) ^ >^)V) 7 

5 a/)-2-^^vx5^;i/)'r>H-;L'-2-;^j;u4^^it^ H 



CI 




10 *Sg^Jl05 

N-(2-((2. 2-t:x (4-^ D D7xx;w-5-(4-7xx;i/tf^'j )^>5^;W 7 



CI 
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Sfi* : 159-161t:. 
«^J106 

N- (2- ( (2. 2- 1: X {^--^ □ □ 7 x x;i/) -5- (4-7 x x;l/ 1: < U v / ) ^ >9-)l) 7 

5 s y )-2-:t^yx^;i/)-i-^5^jU-f > \^-ji-2-t))Vt^^^^ H 



CI 




nm^nmm '>'x5^;ux-x;i/-^+'y->. 
11$,=^ : 107- not:. 

10 mmmiQi 

N- (2- ( (2, 2- 1: 7. (4-^ □ □ 7 X x;i/) -5- (4-7 X x;i/ tr ^ U V y ) >^;i/) 7 
^ y )-2-:t^=^VX5';U)-5-7;i/:tD'r > H-;u-2-;^;i/4^^if 5 H 



CI 




15 nm^Bmm mm.j^^)i-i^x^)\^jL-f-)i^-^^^>. 
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li.-;^. : 133- 135t:. 
^»J108 

N- (2- ((2,2- b: 7. (4-^:7 □ □ 7 x -5- (4-7 x If ^ U v 7 ) ^ >5^>'U) 7 
5 y)-2-^^VX^;L')-5-^ h:^^ W > H-;i/-2-;^;U4^+1t^ H 



CI 




124- 127t:. 

10 N- (2- ( (2, 2- ex (4-^ P □ 7 X x; W -5- (4- 7 x -;Hf ^ U v 7 ) ^ >^;i/) T 
5/)-2-;r4^VX5^;i/)-5-ti Ha^>'<>H->'U-2-:^;i'4^4^1t5 H 
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CI 



CI 




HN 




HN 



OH 



e.^^> : 154-157*C. 

• N-(2-((2.2-tiX(4-^D0 7x-;U)-5-(4-7x:i;i/tf^U vy)^>5^;u)7 

ay)-2-:r4^yx^;W-2-7xy^>^7-kb75 F 



BS.^?. : 143-145t:. 

^ y 2- ( (5- (4- 7 X y + V tf ^ u V y ) -2. 2- 7 X xjL-^ >5=-;i/) 7 ^ y 

)-2-;r=^yx5"Jl/:t;;U/\'^- h 



CI 




0 
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10 



'H-NMR (CDCI3) (5 : 1.24 (IH, m), 1.45 (2H, brs). 1.78 (4H, s), 2.07-2.25 (2H, 
m). 2.53-2.91 (7H, m), 3. 56-3.59 (IH. m). 3.82-3.97 (4H. m), 4.59-4.61 (IH, 
m), 5.03 (2H, s), 5. 83-5.89 OH, m), 6.83-7.01 (4H, m), 7.17-7.34 (16H, 
m). 

^ > 2- ( (2, 2-i^ 7 X (4- tf ^ U / tf ^ U ^ ) ^ y^)V) 7^J 
)-2-:t^ryx5^;i/;^7;UA'p<- h 
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a 



N 



1 



'H-NMR (CDCI3) 6 : 1.28-1.48 (2H, m). 1.81-1.87 (4H, m), 2.04-2.41 (lOH, m). 
5 2.62-2.94 (5H, m), 3.11-3.18 (2H, m), 3.40-3.49 (2H, m), 3.77-3.96 (6H. 
m), 5.04 (2H, m), 5.78 (IH, s). 6.80 (IH. .s). 7.18-7.34 (15H, m). 

^>>?>)1/ 2-((5-(4-(2->';l/^n7x-;i/)-l, 2. 5, 6-x h ^ t Hn U v>-l- 




HN 
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'H-NMR (CDC 1 3) (5 :1.63 (4H, s), 2.53-2.81 (4H, m), 3.06-3.23 (4H. m), 
3.82-3.98 (4H, m), 4.23-4.29 (IH. m). 5.06 (2H. s), 5.89 (2H. s). 6.84-7.71 
5 (19H, m). 

mmmwi 

ieri-^^)V 2-((5-(4-(2-7;i/:t0 7x-;l/) tf^'J vy)-2,2-v7x-;l/^ 



10 tert-y^^;!/ 2-((5-ti Ha + ->-2,2-v7a:-;U^>^;P)T5 y)-2-:t^V 

'H-NMR (CDCI3) d : 1.39 (9H, s), 1.66-1.76 (5H, m) , 1.90-2.30 (7H, m). 
2.68-2.89 (3H, m). 3. 63-3.67 (2H. m), 3.97-4.01 (2H, m), 4.92 (IHi s), 5.59 
15 (IH, s), 7.06-7.42 (14H, m). 
^M^^JllS 

N- (2- ( (5- (4- (2-y)l-t O 7 X - ;U) tf ^ U v / ) < 2- v 7 x 7 

5 y)-2-^4^yx5";i/)'r > F-;u-2-:^;;i/4^=^it^ H 
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N 
H 



'H-NMR (CDC 1 3) 5 : 1.45-1.49 (2H, m), 1.65 (5H, s), 2.05-2.10 (IH, m), 
5 2.57-2.96 (6H, m), 3.91-4.02 (4H, m), 4.16-4.19 (2H. m). 4.00-4.02 (IH, 
m), 5.91 (IH, s), 6.95-7.46 (17H. m), 7.60-7.62 (IH. m), 9.04 (IH, s), 
7.79-7.82 (IH, m), 9.04 (IH. s). 

^WJiie 

N- (2- ( (5- (4- (2-7 Jl/^ □ 7 x-;U) tf ^ U v / ) -2. 2-v 7 x-;U^ y^M 7 

10 sy)-2-:t=Sryx5^;w-i-^5^;K>H-;u-2-;tf;u^=^it5 H 



'H-NMR (CDCl3)5 : 1.25-1.81 (5H, m). 2.03-2.07 (IH, m), 2.34-3.33 (7H. m), 
15 3.90-4.00 (7H. m). 4.16-4.19 (2H, m), 5.89 (IH. s) , 6.91-7.47 (17H. m). 




Me 
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7.58-7.66 (IH. m), 7.77-7.82 (IH, m). 

5-^ □ □-N-(2-((5-(4-(2-7;U:tD 7x-;U) ti^U vV)-2, 2->^7x:^JU^ 



'H-NMR (CDClj)^ : 1.27-1.83 (7H, m), 2.06-2.10 (IH. m), 2.39-3.17 (7H, m), 
3.73-4.19 (7H. m), 5.86 (IH. s), 6.94-7.78 (19H, m) . 
10 *SS^J118 

5-^ □ □-N-(2-((5-(4-(2-7;i'Pr D 7 x-;i') t:^ U vV)-2, 2-S^7x-;i/^ 




Me 




15 w^^mmo 
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'H-NMR (CDCl3)(5 : 1.33-1.61 (7H. m). 2.07-2.10 (IH, m), 2.38-3.15 (6H, m). 
3.83-4.15 (5H. m), 5.81 (IH, m). 6.91-7.73 (19H. m), 9.12 (IH, s). 
^Mfyil9 

ter [-:f^)]/ 2- ( (2, 2- 1: X {^-^ □ □ 7 x " ;!/) -5- (4- (2-7 □ 7 x - ;U) e 

5 ^'j vy)^>5^;u)7 5y)-2-^^yx5^;i/;^7>'Wtp^- H 



'H-NMR (CDCl3)6 : 1. 26-1.39 (IIH, m), 1. 85-2.56 (lOH, m), 2.91-3.30 (3H. 
10 in), 3.73-3.94 (4H, m). 5.82 (IH, s), 6.97-7.43 (13H. m) . 

N- (2- ( (2 . 2- h: X (4- p o 7 X -.)]/) -5- (4- (2- 7 JU^ O 7 x - t° ^ U >^ 7 

)^>5^;u)7a y)-2-^+vx5=-;u)-5-7;i/^D^ > H-;u-2-;^Ji^4^=^-it = 




r 




wo 01/21169 



PCT/JPOO/06376 



207 



CI 




'H-NMR (CDCI3) (5 : 1.14-1.84 (6H. m). 1.96-3.19 (8H, m), 3.65-4.15 (5H, m), 
5 5.81 (IH, s), 6.90-7. 65 (17H, m), 9.17 (IH, s) . 

N- (2- ( (2, 2- tiT; (4-^ P □ 7 x-;U) -5- (4- (2-7;i/:t □ :7 x " ;U) t: ^ U v 7 

)^>5^;L')75y)-2-:t4^yx5";i/)-5-^ h=^^v< > H-;i/-2-:^;i//^*^if 5 



'H-NMR (CDClj) 6 : 1.23-1.93 (6H, m). 2.07-3.14 (8H. m), 3.63-4.23 (8H, m), 




10 
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5.84 (IH, s). 6. 89-7. 72 (17H, m), 9.04 (IH, s). 

N- (2- ( (2, 2- 1' X (i-^an 7 xn;U) -5- (4- (2-7;u^ □ 7 X ti ^ U y 



'H-NMR (CDCI3) 6 : 1.32-1.93 (6H, m), 2.04-3.10 (8H, m), 3.63-4.23 (8H, m), 
5.84 (IH, s), 6. 89-7.72 (17H. m). 9.04 (IH, s). 
10 ^»J123 

t e r 2- ( (2. 2- 1* X (4- 7 ^ ^ ^ ^ -''^) "S" (4- 7 x - jU t: ^ 'J v / ) 

^ y^jv) 7^y) -2-^^ y x5^;i/;<j a*p< - h 
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F 




'H-NMR (CDC 1 3) (5 : 1.19-1.34 (2H, m). 1.40 (9H. s), 1.66-1.80 (4H. m), 
5 1.89-2.05 (4H. m), 2.25-2.30 (2H. m). 2.39-2.50 (IH, m), 2.86-2.90 (2H. 
in), 3.66 (2H, d, J =6.0Hz), 3.94 (2H. d, J =6.0Hz). 4.91 (IH, s), 5.67-5.71 
(IH. s), 6.97-7. 02 (3H, m), 7.12-7.31 (lOH, m). 
*W124 

N-(2-((2,2-t*X(4-7;P::t07xZ:;W-5-(4-7x-;H:f^U vy)^>^;U) 
10 7^y)-2-^^VJL^}V)-(y\^-)V-2-tl)Vt-=^D-2. F 



F 
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'H-NMR (CDCI3) 6 : 1.24-1.27 (2H. m), 1.77-2.09 (8H, m), 2.29-2.48 (3H. m), 
2.93-2. 96 (2H, ni), 3.96-4.02 (4H. m), 5.85-5.88 (IH. m), 6.82-6.91 (4H, 
m), 6.96 (IH. s). 7.07-7.35 (12H, m), 7.45 (IH, d. 1=8. IHz), 7.68 (IH, d, 
5 J=8.0Hz). 9.40 (IH, s). 

N - (2- ( (2, 2- 1: X (4- 7 □ 7 X - -5- (4- 7 X - ;nf ^ u y ) ^ > 
7a/)-2-:f4^yx5^;i')-5-i:7Do-r >H-;!/-2-:/7;i/ji^^-tt5 F 



F 




'H-NMR (CDCI3) 6 : 1.25-1.33 (2H, m), 1.81-2.07 (8H. m), 2.19-2.46 (3H. m), 
2.98-3.01 (2H, m). 3.96-4.02 (4H, m), 6.83-6.91 (5H, m), 7.03-7.31 (IIH. 
m), 7.38 (IH. d, J=8.8Hz), 7.65 (IH, s), 9.44 (IH, s). 
15 ^»J126 

ierl-Zff-)V 2-((2,2-lfX(4-7;l':rD7x:=.;l/)-5-(4-(2-p^ h:^'>7x -;L'). 

tf^'j vV)^>5^;i/)75y)-2-:t^yx5^;i'*;u/t/- h 
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F 




'H-NMR (CDC 1 3) 5 : 1.35 OH, s), 1.45-1.47 (2H, m). 2.00-2.04 (2H. m), 
5 2.39-3.23 (IH, m), 3.82-3.92 (7H, m), 5.77-5.81 (IH. m). 6.84-7.06 (6H, 
m), 7.19-7.27 (6H, m). 
^SEfyi27 

N-(2-((2,2-t'X(4-7;U;^-D7x:i;i/)-5-(4-(2-^ h^'>7x-;W tf^'J v 



F 
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'H-NMR (CDCl3)(5 : 1.23-1.28 (2H, m), 1.76-2.36 (lOH, m), 2. 89-2. 99 (3H, m). 
3.79 (3H, s), 3.96-4.02 (4H, m), 5.89-5. 92 (IH, m), 6.81-7.35 (I6H, m). 
7.45 (IH, d, J=8.3Hz), 7.68 (IH, d, J=8.0Hz), 9.46 (IH, s). 



5 N-(2-((2,2-t:X(4-7;i/^07x^Jl/)-5-(4-(2-^ h^>'7x-;U) hf^'J v 
y)^>5=->'U)75y)-2-;t-^rVX5^;i/)-5-^ > K-;U-2-i7;i/AK4^-ti-^ 



10 $^^BVtmmo 

'H-NMR (CDCI3) 6 : 1.26-1.30 (2H. m), 1.78-1.87 (3H. m), 2.02-2.14 (5H, m). 
2.35-2.71 (3H, m), 2.88-3.03 (3H. m), 3.81 (3H, s), 3.98-4.03 (3H, m), 
5.92-5.96 (IH, m), 6.83-6.95 (7H, m), 7.06-7.21 (6H, m), 7.38 (2H, d, J 
=8.8Hz), 7.52 (IH, s), 7.63-7.66 (IH. s), 9.77 (IH, s). 
15 ^»J129 

tert-y^^jU 2-((2, 2-t'7. (4-7;U7rD 7x-;U)-5-(4-(2-7;i^^O 7 x-;U) 



»J128 
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F 




'H-NMR (CDCI3) <5 :1. 19-1.31 (2H, m). 1.40 (9H, s), 1.61-1.80 (4H, m), 
5 1.89-2.05 (4H. m), 2.25-2.30 (2H, m), 2.40-2. 50 (IH, m). 2. 86-2.90 (2H, 
m), 3.66 (2H, d, J=6.0Hz), 3.94 (2H, d, J=6.0Hz), 4.93 (IH, s) . 5.68-5.71 
(IH, s), 6.96-7.03 (4H, m), 7.11-7.31 (9H, m) . 

mmmm 

N- (2- ( (2, 2- 1: X (4-7;i/:t □ 7 x -5- (4- □ 7 x - ;W fcf ^ U x 

10 y)^>^)\^)7^y)-2-^^vx.^jv)^y\^-)V-2-ti)Vt-^i)-^ K 




mm 1 29T# b ntzit'&m^ b mMi^m t mm\z lt^jj^ l tco 
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'H-NMR (CDCI3) 6 : 1.23-1.28 (2H, m), 1.70-2. 37 (lOH, m), 2.79-2.86 (IH, m), 
2.98-3.01 (2H, m). 3.93-4.02 (4H, m), 5.88-5.92 (IH, m), 6.77-6.86 (4H, 
m), 6.95-7.47 (I4H, m), 7.68 (IH, d, J=8.0Hz), 9.49 (IH, s). 
5 |I»J131 

N-(2-((2. 2-h'7>(4-7;U:t07x-;l/)-5-(4-(2-7;i/;^-a7x-;i/) tl^Ui^ 

y)^>5^;u)75y)-2-:t^yx5^;i/)-5-i?oo-i' > K-;i/-2-;?j;U3j^:^i^5 



F 




10 mmmm-xr'^'bnrzit'^m^'bnm^mtmmzLr'^j^Lrco 

'H-NMR (CDCI3) 6 : 1.23-1.33 (2H, m), 1.67-2.37 (lOH, m), 2.80-2. 87 (IH, m), 
3.02-3.05 (2H, m), 3.93-4.02 (4H, m), 5. 84-5. 88 (IH, m), 6.73-6.94 (4H, m), 
6.97-7.47 (12H, m), 7.64 (IH, s). 9.69 (IH, s). 

N- (2- ( (2, 2- 1: X (4-7^ 5^;U7 x:i.;U) -5- (4-7 X - 1: U V y ) ^ >5^;U) 7 

5 y )-2-:t^yx5^;i/)-r > K-;i/-2-;^7;i/Ji^4^-y-5 Ko 

N - (2- ( (2, 2- t'T. (4- ^ 7 x " ;u) -5- (4- 7 x ' ;i/ tf ^ u v y ) ^ y^)V) 7 
S y )-2-:t^VX?;U)-5-^ □□-f > K-;u-2-ij;U/}^ 4^+1-5 Ko 
20 N-(2-((2.2-t:7.(4->^5^;U7xX;U)-5-(4-(2-pt h^>'7xx;i/) tf^Uv^y 

)^>5^;u) 75 y)-2-^=l^vx^;u)-r > K-;i/-2-;^j;uz}^4^it5 Ko 



wo 01/21169 



PCT/JPOO/06376 



143 




HCl 



M.^.: 103-1 lot: 

5 ^mmn 

N- (4. 4-i/7 x-;i'-7- (4-7 X tf ^ u i^y ) -N- (2-5^X- 5^ 



N- (4 , 4- V 7 X -;i/-7- (4- 7 X -;nf 'J V y ) ^ -2-5^:^- 7 X > JU 

10 KCD7U-'»(300 ing)mHF (5 ml) mmZ7mihO^OjU7Jl5.-'y 

A(ii4 ing)oTHF (5 ml) siM^^^^TJaA. ummmm^Lrzo Rit^mi 
^mm^ mmbTmmit^m (soo mg) <&7^;i^77x^t#;^co #e>nfc^b 

120-125^. 



N-^ > >;;u-N- (4, 4- V 7 x-;U-7- (4- 7 x U ^ 7 ) ^7°^;U) -N- ^ =f- 

jl/7a> 2Jl^m 




Mi 3 
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N- (2- ( (2, 2- 1: 7. (4-^ ^)Vy x -5- (4- h + x 7 x 'M tf U V J 
) >^jl/) 75 7) -l-^^ y X5^;i/) -5-^ □ □ -r > H-;u-2-;^ ;U7K=^-t>- a K. 
N- (2- ( (2. 2- 1: X (4-7^ 5^;l/7 x - -5- (4- (2-7 □ 7 x Z.)V) U / 

x>5^>iu)75y)-2-;t=^yx5=-;i')-r> K-;u-2-*ju:4^'^-tf-= f, 

5 N-(2-((2,2-lfX(4-pt^;U7x-;W-5-(4-(2-7;!/:tD7x-;U) U ->V 

)'^>5^;u)75y)-2-;^^yx5";i/)-5-i7Dp.-r >F-;u-2-:^;i':i^:^+h5 K, 

SS^J^aj 1 A 

(Dm^mUA- 4 5(Di\:^m 10. Og 

(2)M , 6 0. Og 

]0 (3)li->7.i57-5^ 3 5. Og 

(4) ify^> 3. Og 

(5) 7.x7'J >mTi/^-->'^A 2. Og 

##^JIIA-4 5T#?)nfc^t'&tll 0. OgiilL^teO. Og^=ki;=i-> 
OgOp-^t;^ 1 0a*%t:^'5^>7K?^?^3 Oml (-tf'75'>chL 
.15 T3. Og) ^fflt/\ lmni^>;/'>^0|$^ilUT^&^btfem, 4 O'CT^^L 
SD^m^/io t#'B>n^cliiiS£^Xx7U>^V^^>'>>^A2. Og.h?g^l.> EE 

^yp'^TifetBUTi 0 0 o^cD3- 

20 • Si^J^d 2 A 

{l)0^mUA-4 10. Og 

(2) ?L^ 7 0. Og 

(3) zi->X^$'-5^ 5 0. Og. 

(4) pT?§'l4x>y> 7. Og 
25 (5)Xt-7U >i?T>7'T>x'i'A 3. Og 

##«sjiiA-4 5Ti#bnfc{t^t)i 0. ogchxx7U ym-^^^-iyO/^ 3 

. 0g^pr^'l4x>y>O7X^I^7 Oral (pr^ttx>7"'><?:LT7. Og) 1:^ 
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mim 1 B 



(1) pm\4B-2(Dit'tm 



10. 0 g 



(2) %m 



6 0. 0 g 



(3) =i->Z^-5" 



3 5. 0 g 



(4) -i£y^> 



3. Og 



(5) T.y'j^jym-^cf^-i^'yA 



2. Og 



##^J4B- 2T#e.n/!:{(:'&tJl 0. 0gi?L^6O. 0 g:h^ZSn--> 
7.^-^3 S. 0 g(^?g^%^ 1 0fi*%-tf^5^>7K^^3 Om 1 iii^^> 
<hUT3. 0 g) ^fflVi, lmm:<y'y:L<Dm^MLxm^itl>rcm. 4 0V 

1 0 T^)^ LniSBM b fc, ^# e> n:^csii ^ X X 7 u >i?T V -J' A 2 . o g ^ 
mmm 2 b 

15 ( 1 ) ##M 4 B - 2 oit-^m 1 0 . 0 g 

(2) %m 7 0. Og 

(3) n-->X^~^ 5 0. 0 g 

(4) nJI§14x>y> 7. 0 g 

(5) XT-7U>i?Vi^t^'>'^A 2. Og 

20 ##^J4B- 2-e#^nfc{t^tll 0. 0 g<i:7>x7U >^Ti^:t-S^'^A3 

. 0 g^wm^^y-yyoT^m^T 0ml {-^m'&'ry^ytLxi . og) 

TM)^l{bUfcm, Ig^SL, ?L^i7 0. Og^^Uzi-yT^^-^^O. Ogt 

m-^bfco m-^^^Bmvxi 0 0 o^omi^ntz, 
mmm 1 c 

25 ( 1 ) ##^J 5 C - 3 (^{k-^tl 10. Og 

(2) %W 6 0 . 0 g 

(3) li->X^-5' 3 5. 0 g 

(4) -^fy^y . 3. 0 g 

(5) 7>f-7'J>^Ti^;r^->'^A 2. Og 
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##^J5 C- 3T1#^.nAc{t'&tll 0. 0gi:?L^6 0. 0 g43<fcD^=i-> 
T.^-'^SS. 0 g(7)^-&tl$: 1 0fi*%if^^>7K^^3 Om 1 (ify^y 
tLX3. Og) ^m^\ lmm^yi^:L(Dm^MbxmiitLrz^. 4 OX: 

m\m 2 c 

( 1 ) ###iJ 5 C - 3 (Dit-^m 10. 0 g 

10 (2) %m ' 7 0. Og 

(3) Ii->7.^-5^ 5 0. 0 g 

(4) -^m'l&.^y'zfy 7. o g 

(5) T.'rT ym.-^ ^.^yy 2. Og 

##^J5 C- ST^^tlAcft'&tll 0. 0 gchX-x7U>^Ti:^T->":7A3 
15 . 0 g^^Bj^'t4T'>:/>(7)7K^?ge7 Om 1 (oJj#'t4-x>y><hUT7. 0 g) 

^-^LAco u^m^mMi^xi 0 0 o^o^^j^f#/c, 
m\m 1 D 

( 1 ) mmm i oit^ti i o . o g 

20 {2) %m ^ 6 0. Og 

(3) n-yT.^-^ 3 5. 0 g 

(4) ^zr^^y 3. Og 

(5) Xt^TU >i?-7^^^->'^A 2. Og 

nmmixm^ntzw^'^miQ. ogiiH^eo. o gi3i;tAn->7.i5'- 

25 5^3 5. 0 gcDrg'&tl^ 1 0S*%-tf^5^>7K?^?^3 Om 1 (if ^5^>(i: LT 
3. Og) lmm^^:/->a.O||<&3iLTIi^i{bLfc^, 4 0t:T^^^ 

LWHiMUfco %^nrz.mL^7s^7')ym-^^^yohs2. ogt/g-^u 
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^yuor^thlyX 10 0 oi^on- h^^#fc<, 
mm 2 D 

(1) mmmKDit'^'^ 



10. 0 g 



(2) M 



7 0. 0 g 



(3) □->7>^-5^ 



5 0. 0 g 



(4) pr?§ffix>y> 



7. 0 g 



(5) XT-7U>i^-7^t-'>'^A 



2. 0 g 



^IS^J lT#&nfc{b-&#3l 0. 0 giX-T-7U>^T^^^'>'^A3. Og 
^pT?^'I4x>7'>07K/^?^7 Om 1 (pJ?§ttx>y>tbT7. 0 g) 
10 {tLfc^, ^^L, IL<i7 0. 0gi3i:t;ii->7.i5'-5^5 0. Og-hfi^L 

feo rg^ti^/E^^bT 1 0 0 omomi^ntzo 

IE hJf^ft5t5cDNA<£rfflVifePCR?*{Cd;'5^^;/ KSLC-1 g^^cDNA 

Jilts 

15 rrT-^ffil/iTj|^^^j5^&<£rtf:^i:ofc. 5j^S¥>K;&tt> i5^;t?^RNA PGR ver. 2 
: li5it;2<7)'&^DNAy^'rT-SrfflliTPCRftJCJ:^Jii|ii^tT7'cJ;ofc, -^ItS 

j:?>'3'#jii^n^*n(D$ijM^(Di^^@s^j<&^^jpLrco ^^^f^comsKts, cdna 

-&^DNAy^-r"7-§0.4MM, 0.25 mM dNTPs, pfu Uh^^'S^- 

25 -tt) ^fflVi, 94t: • eo^^oMo^. 94t: • 60#, eot: • im^ nx, • i50 
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5 tzo PCR-Script™Ainp SK(+)^D-->i^=t^<;/ h (7.h^^v— >tt) <Dm3\Z 
't^^. (HliRLfcDNA^^T'^X^ K'^^iJ'-pCR-Script Amp SKC)^+>-7*^ D-n 
>^^bfea ;in^xi>xUk7 (Escherichia coli) XL-I Blue (7.1-^ 

tC^ALTfl^Mfe^^bfc^, cDNAlfA®rit^l#0^7D-><^7>lf 

10 MMbfc::?S^^<&ffit.iT5^gSL, ?^Me^#:E. coli XL-l Biue/^-^ hSLC- 
fIi^©7D->^7>tfvU><&-amBMT— QIAprepS 
mini prep (^7y>^h) ^ffl V^xy^^ 5 KDNA^^MLfco MbfcDNAO- 

15 Terminator Cycle Sequence Kit (A°-:^>x;UT-ft)- ^m^^T^i=fU^^. ^% 

(D&\tm^-^nx^^^'7vV^iz-\^y^'^^n (S5^ij#-^: 3) ^n-K-r-s 

cDNASB^J (Lakaye, B. et al. Biochim. Biophys. Acta. Vol. 1401, pp. 216-220 
(1998), accession No. AF08650) (7)5'#Jf'Sal \mMUWm\\\ys 3'#JfCSpe I 

20 mwMmm-iiiw l tcm\i^=^WM t -gf-r ^:it^mmL rz (k^j#-^ : 4 ) » 
n-HL> 5'^ijtsai l%mmmt^^m}^> ^rcwnzspe mmm^maLfz 

m^^^mx-^ntzy'y:^^ HtCckoTf^SS^^n^cE. coli07D-><t 
25 DPlasmid Midi Kit (=^7y>1±) -^fflViXy^T.^ F^PlUt, $iJI®^^Sal 
l43j:Uv'Spe ixmmbx^ >D—h^^^^K)liiVrzo -f >it- hDNA^m^^ 
7:^u--xy)i't)^<bti^'^^JxmK)tiiL^ '^\zm)^it. 7xy-;i/j*ttl 
, 7xy-;u • 7oo7j^;i/Al4tti. ^-)Vizm^nti.^xmLrzo z.(d 

O-y— hDNA^Sal I^ockU^Spe IT^Sff bfc®)t),TOS?3^ffl'^^ ^-"^^7 5 
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HpAKKO-lllH (Hinuma, S. et al. Biochim. Biophys. Acta, Vol. 1219, pp. 
251-259 (1994)l5m©pAKK01. llH<h|p|-CD^^^-7°^X5 K) ICjP^, Uy 

pAKKO- SLC-I^m^L/io 
5 pAKKO-SLC-lTJgMfe^l^rcE. coli DH5 (I — 3-^1^-) ^i^S^, Plasmid 
Midi Kit i^T^y^t) ^^fflV^TpAKKO- SLC-KD^^X^ HDNA^&WL/!:, C 
n<£CellPhect Transfection Kit (T-^v-V A7 7;U"7->7/\'<:^x^tt) ^ 
fflVi^.{^(D-/D hD;UtCtJ£oTCHO dhfrmfl^ALfco 10 j:zgCODNA<^ U > 
m.ti)Vi^Oh.t(Dl;^tmmW.t\^Aim^m\Z^-ii\^'^t^\t\ x 10«ji(7)CHOdhfr- 

T^MEMaigiaTi$«b^Co )i^^^i<S4'Tti^bT< -SSLC-l^ilCHOmT^.^ 

n □ - - 56 ^7 □ - > <£3i^ L ;^Co 
##«aj4 E hSLC-1 l/-fe7'i5'-MaKinRNA(D^314®i«ViCH0/ SLC- 

15 im^Oji^ 

##^J3 ETMiL$n/cCHO/ SLC-m56^D->0^fi^^y hSLC-ll/iry 
^-MSKmRNAO^JISSrCytostar T Plate (7T->-^ 7;i/T'>7/W 
x^^li) ^#©7°a h3i;KCt!e^TJ^ITcDJ:-5{caiJ^brco CHO/ SLC-1 

^(0€-^7D->^Cytostar T PlateCD^wel UC2. 5 x 10^fi-roMUT24B#rBl 
20 ig«bfc^, 10%7}^;UTU >{'J:-:?Ttt^@^L/fc, ^welHCO.25% Triton 

riboprobe^j!]P^T/N'1':/Ui?'-rX^-&;^o 20 mg/il(7)RNaseA^^wel 1 {;:JP;^T 
JSgi^riboprobe^Mb. yu- h *ck < A-f :/U XU}^c 

riboprobe(Di5(I^Stt<&TopcounterTSiJ^U;to J^^ltiSttcOftf^^^^Jj^RNA^i^M 

5 E t h SLC-1 cDNA^^t|-/T7> 5 h*(D^gi 
fc hfl^WwS^cDNA library (SUPERSCRIPT™ cDNA Library ;GIBCOBRLa) 
Genetrapper cDNA positive selection system (GIBCOBRL^h) (7)Tr.rL7;i't::t¥ 



wo 01/21169 PCT/JPOO/06376 

221 

oT . 7 Fl X>H5i^ U7— fe'^ffll^T, DNA{Inick$:An/i^, X 

Kolakowski Jr. b (Kolakowski Jr.. et al (1996) FEBSLett. Vol. 398. pp. 
5 253-258) C7)$g^(lS-c5't/iTf^giUrc@E^J#^ : 6 O^l^t^J z!^^ Ut^ \i ( 
accession No. U71092(DI434-145HCl=a^) (7)3' ^j^tCbiot in-14-dCTP$r 
Terminal Deoxynucleotidyl Trans ferase ^ffl ViT#l)0 biotin-fb:^"; ^ 

hl&™*5(5cDNA 1 ibrary 4itzg^95'CTl53-ISiabfc^> yK±-CM,^^ 
10 biotin{b:tUd'3?^l/:t5=-H20 ng^JOX., 37t:-rrlB#rBl. ^>#/N-r^'jy 

<-t:-V3 >A'«;/7 7--Tr/W:/Ui5'VXL;to 7. hl/7>7t'>^>ti-X^ 
JPA, MAGNA-SEP Magnetic Particle Separator (GIBCOBRL?±) ^fflV^T, biotin 

Kolakowski Jr. t=>(D^S (Kolakowski Jr., et al (1996) FEBSLett. Vol. 
15 398. pp. 253-258) tlS^'ViTf^^L/fciB^J#^ : 7 (7)-^^:^ U =f7 ^ 

H (accession No. U7i092<^101 1-1028(C;ffl^) 50ng$7°^-r -^-tC LTTX:i 

7>'HCfcTffiM§:^^b, 2*IM:/^7.S K<hbfco 

##f!l6E ^^Lfct hSLC-1 cDNA<&'^t;-/^7.5 F<D:^SgH^Jc7)^^^ 

5 E T# ^ n/c 7° ^ 7 5 F ^ELECTR0MAX™DH1 OB™Ce 1 1 s fCX 1/ ^7 h □ jj^ 
20 \y-'y3ym:MXVXi^n^m\^tc^. cDNAjf AUfM-^^ritO^ □->^7> 
tf->U >S:m-gal<&^mBai^^tf!4'TriliRb, Sfe^MT'S^ o-XT)^^ 

mm\^fc^^mi^x'D-z)\,^x^^v. i^n^^w^. con. DHioB/hSLc-i^t#fc 

, ®-i?(7)^P->^7>tr>''J >&'^W^%T-?^lg«L, QIA prep8 mini 
prep {^7^'>^±)^m^^X'fy7.^ FDNA?:ffl®lLfc= :^SE?iJ^^<7)rc5!:)CD 
25 Kf^tt, DyeDeoxy Terminator Cycle Sequence Kit (/N°— ^>x;UT— ^t) ^ 

^ : 8 fc^-ri2^ij;o^i# "^nfc. izm^ntcmm^m^^n-- ht-^ 7 s / m 

Sa^y (iB^iJ#-^ : 9) \t. LakayebO#^ (Lakaye, B. etal. (1998) Biochem. 
Biophys. Acta. vol. 1401. pp. 216-220) \Zi5l,^X. t hSLC-KDga^iJ^^r-a tf 
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t h5l^fe*^DNAE^"J (accession number:Z86090) t^ZVXy y hSlC-l'A^'b 

5 ?^Mfe^#:Escherichia coli DH10B/phSLClL8^ I FO:feJ:D^N I BHtC^KL 
##^J7 E t h^iSr^SjfecDNA^fflt.^fcPCRrSlClct'St hSLC-lcDNA(7)Jiifi 
h*^^M<i:L> @BJ>J#^: 1 0*5j;t>'l 1 C75-&fi5cDNA7'^-r T-<!:E?|J# 

10 : 1 2i5^ui 3(D'^mdm-:fy^T-^M^^x?cmizj:^mm'^^n'en 
15 n^j:o\z. ^'mii<^zsym\z^n^ti<Dmmmmo%mm^]^muLrzo th 

-&fi[KDNAy^-r"7-^0.4MM, 0.2!nMdNTPs. pfuDNA4^ U ;< ^— ifO. 5 

td^umm\znm(Dj'<yy7-x. ^Kit-mitso }j.\tvrzo tiinoj^cs^otj- 

20 iftO^. MX:'5Q^\ 57t:-60#, 72^: • l50#(D1t<^;i/^25Il^OjiU> ^ 

DNA@fi^J^^tr7°^X5 Aik -&;^KDNA7°^<T-§0.4/zM, 0.2 mM 

dNTPs. pfuDNA^^U^^-- tlO.S /i l:fectI>'^^t^#^(D/N*<y 7 ^K^^ 

25 94t: • &Q1^0lim(D'ik. 94r • BOtl^^ 60t: • 60#, 72^ • 

3 5^'Oit-i'^;u<£:25iEi^DiiL, mmzux: - loj^^i^Lfzo mmMm(Dmvi^ 

fS.'Dtz. 

##^J8 E PCRMtl(7)7°7X5 K^^^-^cot)-y^p-->^:7'^cbU:}f A 



wo 01/21169 PCT/JPOO/06376 

223 

mail. 7xy-;u- ^□□*;;i'AJSiti, y-)\^t^^^nuoxuM^mi\SLL 

5 fzo PCR-Script™ Amp SKC)^n-->^^y h U h^^v->tt) (Dmij\Z 
m\ mi^tcdnk^y'yXB. H^^'^-pCR-Script Amp SKO'xIj-T'^ 
>^LTzo dtl^xs^x U t:7 u U (Escherichia col i) DH5 acompetent eel 1 
(cSALTfl^K^^Lm cDNAjf Air>t^i#O^D->^ 
7 > tf -> U >^ J; m-ga 1 ^^mB^^^i^iiU t Tii^ L , 6 ^^rMf ^ □ - > 

10 o^^mmLrco^m^^m^x^mL. thsLc-i (s)oj^»^^#:e. coii 

DH5a/hSLC-l(S)<hh hSLC-1 {iXDmn^^WE. coli DH5 a/hSLC-l(L) 
o P-<r(Di^o->^7>k°'>U >^^tJ'LBi$lfiT— QIA prep8 mini 
prep (^7dr>^) ^ffll/iT7°77.5 KDNA^i^^bfco i^^LfcDNA(D-gg^ 
fflliT«^^Sal I^a;Z>'Spe UZ^^mm^nti^^ If A$nTVi^^^#: 

Terminator Cycle Sequence Kit (A°— 4^>x;i/T— a) ViTff fcCt.^, M 

l3tei^?:^SytbT@2?iJ## : 1 0:fecl;^'l 1 (D-&^DNA:/^-r 
n-S^^DNAlBJiJ (@HJiJ#-^: 14) ^ctt>'b hSLC-ljteT^^^<h LT@2 
20 1 2 43cJ:0^'l 3 O^figDNAy'^^T-Ttiili^n^^^DNASe^J (@a 

?|J#^ : 1 5) IC^n^'tl-icbfCo 

##^J 9 E b NSLC-1 (S)^;^CH0ilJjai5j:UCh hSLC-1 (DI^^CHOJffl^Of^^ 
##^J 8 E-rE^J;5^*ai§$nfc t hSLC-1 (S)t. h hSLC-1 (L)7!)^®A$n/S: 
y^X^ HtCctoTff^K^^^nfcE. coli(D^D->c}:OPlasmid Midi Kit 

25 (^7^^>^±) ^m^^xzfy::^^\^^mmiy^ ummmsii i^sj^t/spe ixm 

^m^^tJ^v^JX'WOi^L. :k\zm)^<\:. 7xy-;i/aiti, 7xy-;i.-^^ 

□ □4^;l/AJiai.x^S'y-;U^t^^fTJCj:oTllIJRLfco Z.(D-(>+lr~ KDNA^Sal 
l^J;^/Spe I-tr^f|ffb/c®iWSS^^ffl^^^5'-7'^X5 FpAKKO-lIiH ( 
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Hinuma. S. et al. Biochim. Biophys. Acta, Vol. 1219, pp. 251-259 (1994) 
f2®(^pAKK01.11Hi:|S|-(Z)^i7^-7°^XS K) ICjD^. l^y^f-?. (^M 

ii) ^m^^x^^f-iyay^m^i^K m&mw.^y°y^^ Hpakko-iislc-i (s) 

<hpAKKO-hSLC-l (L) ^^^Lfzo 
5 pAKK0-hSLC-l(S)43c):C/pAKK0-hSLC-l(L)-ef^Kfe^L^cE. coli DH5a (h- 
3-7}^-) ^^mWi^ Plasmid Midi Kit i^7^'>^) ^ffll^TpAKKO-hSLC-l (S) 
tpmO-hSlC-\{l)(D:fy7.S. \^dm^m^Vrzo cm^&CellPtiect 
Transfection Kit (7V->^ 7;!^"7>'7/t-r ^xi^tt) ^ffll/i^#oyp 

Lfcio cjni^^'-u\zm-ijaLrzo iQ%^i^^i^skm^^mEua^mxiBrB^mm 

1 0 E t hSLC-l (S)^J;t>'t hSLC-1 (L) mMAO)^^m(D^l^m.in'¥- 

9 ET<tiL$nfcCHO/hSLC-l (S)^56^ O">*3<fcOT0/hSLC-l (L) 
i^61^D->(^iDRNA(D^^S<l:Cytostar T Plate (7T A7 t^UTvT/N* 

CHO/hSLC-l (S)^:fecl;U^"CHO/hSLC-l (L) 0-><&Cy tostar T Plate(75# 

weiHc2.5x lomt^^mi'Tzmm^^i^rz'^^ io%Ti^)v^')>\z^-DTm 

IS&S^Lfc. ^welHcO.25% Tri ton X-lOOSr^jDUTlfflflao^igtt^Stf 
t^, ''S^^)lLTzmm^ : 1 6 (7)riboprobeS:J[lPATA-r 7* 'jy-rX$ life, 
25 20 mg/m\(Dmsek^^velUZin^TMM<DTihoi>Tobe^mitb. 7V-h&«k< 
i$ttt b^d^> A-r 7' U ^< Xb/ir i boprobe(Difftt?gtt^Topcoun terTi"]^ bfc 
o i^[#tS'l4cOi^l/i$^7&?mRNA^:^l:;&^'igl/io mRNA^^»(Di^VW ^ □- X^'t'^^^ 
b, i|#{Ci:7D->#^57^^(Iffit/ifco 
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5 m-kWK (pH7.4) tCtlh, *3ckt>'^>;/ hSLC-l^i^CHOm(lxlO»{i)^r?iS$ 
it, m'bVfZo htC*:^:^^^- hn'7 7 7-(10inMNaHC03 , 5 mM 

EDTA, pH 7.5)$rlO mljfJDA, Jj^U h □ >3l^^: v:^-f 1f-^fflViT4^^ v^^- h 

b j^io 400 X g-e 1 5^fB^^i'C^ LTtt e> n/t ±tt ^ $ e. fci oo, ooo x g-c i s^Pb^l^ u 

10 Tris-HCKpH 7.5), 1 mM EDTA, 0.1% BSAC"^ vJMttT;!/^^ » , 10 mM MgC12 
, lOOmMNaCl. ImM GDP (i^7/->>5'-— U >i?) . 0. 25 mM PMSF(7xnjl// 
5^;UX;l/7l^:::;U7jl/^^-r K), Img/ml ^yx^^>, 20mg/ml P-r^7'5^> 

, lomg/mi y^xy^^^\^>]\zmMV. loo,oooxg-elP#FB^^'l:^L/io vam 

M^^-nu l?&53'?iL.rd^. DMSO«T#i^L/!:3xlO-'"M MCH 2 mK 
{C^IRLTtMi^'fb-e-tl?^^^ 2 ml, ^.J;t/[«S]-Guanosine5'-(r-thio) 
20 triphosphate(^-'ft^^p°o ttSi) 25 ml^, ^tl^n^iDLfc (MJ^^l^^ 
: 20mg/mL ["S]-Guanosine5'-(r-thio) triphosphate|f|ti^ : 0. 33nM)o CI© 
SJf£;^^^^25rTlBtrBl jS^L75:7:>^?>E^c;;$ii-7"d^, ^'y7.y^)l^-(.G¥-0 
$:fflViT®:Sl53gb> $e>{C?5fe?^^^ (50mM Tris-HCl^« pH7. 5) 300 miT3 

^tBbfco C^n (c^T. 
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|5I#ffitt(IC,„ : nM) 




##^!|IIA - 5 


1 0 0 


5 


mmmi 


5 



10 mm^^f^^) (Dj^m ■^mmtbT^mv$>^o 
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1. ^ 



(0)j 



A r 



X 



P — 




R 



Q N 



R 



5 C^-f, Ar ^;fecI;lXAr2«^n^'nemS^WLTViT=bcl:Vi^§i^S^, 

2. Ar^*3cfcO>'Ar2;<?t^n^*n 

(b) C,_3 7;i/^U>v^^->S, 

(c) iihoS> 
20 (d)>^7y», 

(e) A □ y >'fk$ nx T J: C J _ 6 JUS, 

( f ) A □ y >'ft:$ i^T c 3 _ g V D 7>iu^;us, 

(g) AOir'>^l^$nTl^Tfei:V^C,_6 7;U3i^vS, 

(h) A □ y >'ft:$ nx i^T cfc (/^ c 1 _ 6 7;u=^;u5^:ts, 

25 (i)tHo=^^vS, 
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(k) ^: y - c , _ 6 7;!/=^;U7 s y 
(i)v-Cj_67;i'+;u75yS, 

(m) /\ □ y Mb $ nri^T t) <fc c J _ 6 7;i/+;u- * ;i'^'^>'i-7 ^ y 

(o) A □ y >J^T^;t « C 1 _ 6 7;L'=i + f> - ;^ v'l/^^-^'l'STg^^ tlT t/^T =fo 

ct c 1 _ 6 7 * 
(p) c 1 _ 6 7;^+;^- 

(t) C i_67;Un=^v-;^>;i/5J^::i;ua-CSm$nTViTt) J:!.^^ y -C,_^7JU 

(u) c i_67;i/n=^v-;tr;i/fcji'STem$nTv^Tt)<tv^v- c j_67;u^ 
15 ;u-;^7;UA'^'r;i'S, 
(v)7>;1/aKS. 

(w) C ,_^7)\^^)V7.)l^^=.)im. 

(x) c 1 _ 6 7;u4^;i^x;i/7 

(y) ±SE (a) fj: I ^ L (x) il «n -5 1 T'cC V i b 4 il (7)S^S b T ^ T J; V i 
20 C6_io7U— 

(z) ±E (a) T^j: V i L (x) b 1 ?"cC t/^ U 4 fi cDg^S ^ W L T I ^ T i; V ^ 

C6_io7'J-;i/:t+v», 

(aa) A □ >-( b ^ nx I ^ T t) V i C g _ , 0 7 u I- - :^ ;u 4^ -;us « 

(ab) /\P'>-'>^l:$nTl/^T 5 /ctViL 6 M(Dli^^-;^7;i/Jt^:i;i/S, 
25 Uc)C ,_^7JVn^iy-t}M=.)V7^ 

U6)C,_,^7^)-)l-tlJ\^t-=.Jl^7^y&. ^^IS 

Ue)c,_,^7^)v^ji^^^'>-ti)i-!f-=.)\,m^^^f^^m (A am) ^^^Mi^n 

^SmS^lT'cCV^LSjSWLTl^iTfei^Vi (i) C,_,,7^J-)Vm^rz\t (ii 
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10 



15 



20 



25 



cfc < :t ^ V a ^ y nr I i T t) i 2 ^(7) c 1 _ 6 iai:^;^^ 

R^i5c];r;R^;0^^^n^'n(i)7KmJl^. (ii)-CO-R^, -CONR^R 
-SO-R^, 



SO,-R^, -CONR^R°, -COO-R^. - ( 



C = S) O-R^, - (C = S) NR^R 



SONR^R^. 



-SO2NR 

^R^, -SO-O-R^Sfefi-SOj-O-R^ TS^D^n^TvJUS [ 

^4^, R^\t (A) 7mm^', (B) tuvTf^^i^jim; 

(C) (a)ADy>l^^, 

b) C i_3 7;i/+l/>v^^>'*. 

c) - hDSx 

e) ;\ p y >{t:$ tiT ViT ^) ck c 1 _ 6 7;i/=^;us> 

f ) /\ □ >r >'ft: $ nr =b ck c 3 _ 6 v ^ □ 7;u=^^;us, 

g) A □ y >'fb $ tlT l/iT ct C 1 _ e 7;i/n 4^ v'S. 

h) A □ ^* ^-fl: $ tlT l^T ^ C I _ 6 7;U4^;i/5^:tS> 

j)7^ys> 

k) ^ y - c I _ g 7;i/4^;i'7 5 y 
1) V- c,_^7}i^)i7^ym. 

m) C i_g7;U^>'I/-:if;i/5j^^JW75 ys, 

0) c 1 _6 7;t'^:JU-;tj;i//i^- ji/S, 
p) c i_6 7;i/4^;u-;^;ujj^-ju:t4^->S, 

r) c i_6 7;m^v-:tj;u5t^-;i/S> 
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(t) ^ y - c 1 _ 6 7;u=^;i/- 

(u) V- C,_^7)l^J\^-tJ)W'^'h-()m. 
(w) C ,_^7)V=ir)lXJVt^IL)Vm. 

5 (x)Ci_g7;i/4^;i/x;i/7-<-;us^ 

(y)Huf2(a);^cC^iL(x);{>^^>iiffn'5 1 ;^j:t/^L 4{i(^S^S<&WL'TViTfeJ:li 
(z) iite (a) L (x) e-jl^n-S 1 L 4fSoeMS^W ViTti J; t/i 

(ab) 7;;i/7 7^-i';i^S. 

(ac) c i_g7;i/3^v-;^7;U/j^-;u7^ y «> 

15 Ud)C,_,^7y)l^)V-t^iy-t})l^n)V7^/M. 
(ae) C 7 _ 1 6 7 i^S, 

(a f ) c 6 _ 1 0 7 u - * 

(ag) c ,_67;u4^;u-;^;i/4^-;i/^^v'*> 

(ah) c 6 _ 1 0 7 u - ;1'7}^~;L'7 5 y 
20 (ai)C6_io7U-;u-;t/;WN*^-r;i/S, 

(aj) c 7 _ 1 6 7 ^;u=^;i^7 5 y 

(ak) c 7 _ 1 6 7 ^ ;i/=^;i';t; ;u>J^-;i/7 ^ y S^ct zjf 

(al)C7_i67^;U=^^;i/^+>'-:^;i-4^^>'L'^4^vS:^^e>^^P (BaS¥) 75^?) 

ii^^n-sB^S^ ifcct/ib 5i@WL'Ti.iT^>c);(/i®Ci_67;u=i^;us, (DCj.g 
25 7;u^-;us, ®C2_6 7;i/=^^ii;i/S, (i)C3_6V^P7;u4^;i/S, (Bc,_,, 
7^)-)vm^rci,t®c,_,e7y)i^)vm 

(D) (a) Aalli^^biKi'n^ei^S, 

(b) B am^^<^m\ttn^mmM^ l ^^Ct^^b SMLTt/^Tfc^^^QC ^_67;l/ 

®c^_^7)i'r-)m. ®C2_6 7;i'^ri;us, @c3_6S/^P7;i/^ 



wo 01/21169 



PCT/JPOO/06376 



(c):*-+yS:fe=t6< 

(E) Ci_67;i/3^v-;^;i'4?-;i/S^: 

R " «7jc^Mi^ ^ « c 1 _ 6 7 JUS ^-r ] * 

®C2_,7)i'^=-JUm, (S)C2.^7)]^^=:-)im. ®C^_^'y^U7)V 

10 ^)vm. (Bc^_,^7')-)vm^tz\-mc,_,^7^)v^)vm^ 

b3it^n^MMS^WbTViTt)<i;^iCi_67;U4^;U-;^>'U4^-^S?:^U : 
R ^ iiR^^fcfiR^ tR^;6^^g^ig-r^gm!^^t*tc 
15 (i) ^ 



m^t. V\t^ >0. >C = 0, >C (W) -W^^rc«>N-WTSt:i^n^ 

20 t.^TfeJ:t/^®Ci_6 7;wi'S. (DC2_67;u^^;us, (DC2_s7;p4^-;u* 
, ®C3.g->^o7;wus, (DC6-i47U-;us*fc«(Dc,_ig7^;u4^;i/ 

-^t^5?^j:liLl 0M1i^mS<&, w^Ji7K^iii^, t H o^'>S^;tfiC 
25 7)V^)\^m^^t) , 



(ii) ^ 



— N B 
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5 (iii) ^ 

^(CHpm-\ 

Y 

(CH3)n-V(CH2)k'^ 



10 



15 




Xit-CH^-. -CO-^tcit-CH (OH) 



n « 1 ncV^ U 3 CDS^^^f) T^$n^S^^1"WAtcJI 1 mm.(DMc 
3. Ar ^43 cfcD^Ar 2 ^*^n-6n 

(b) C , _ 37JU^ >-:/:t4^'>S, 

(c) -hoS, 

( f ) /\ □ $ nx V ^ T t) J; V i c 3 _ 6 i7 D 7 

(h) /N □ $ nx 1/ ^ T cfc c , _ 6 7 

(i) tFP4^'>a. . 

25 (j)7ays, 

(k)^ y - c i_fi7;u^;u7^ ys. 
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(n) 7i^;us;us, 

{o)C,_,7)]^^)\^-:^J\^^^^)^^^ 
5 ip) C,_^7)l^)\^-:t])l'ts=:.)l^^i^M. 

(r) Ci_67;i-n^v-;^7;i'^->'US> 
(s):^7;i/At-r;i^S> 

(t) - C ,_^7)V^)ltlA/'<=i:^ 

10 {\i)i^-c,_^7)i'^)vt})v/'^^^ 

(w)C,_^7)V^Jl7.J\^^:=.)Vm. 
(x) C 1 _ 6 7)V^)V7.)Uy^ ZL)im. 

15 C,_,,7^)-)Vm^^U 

(z) ±12 (a) /cC L (x) e. 3i 1 /^j: V i L 4 ii oa^S ^ W L T V i T ct 

MWbTV^Ttjck^/^ (i) C6_i47U-;US^/!:« (ii) m^M^Uir\-\Z^M 

d: < ^ V S ^ ^ ^ V »T'E $ n T V i T =b =t i C 1 _ 6 ^ 

Rl^=tr;R^;i>^'^n^'tl(i)7K^lIi^« (ii)-CO-R^, -CONR^R 
25 ^, -SO-R^, -S02-R^> -CONR^R^, -COO-R^, - ( 

c=s) o-R^^rc\t- (c=s) NR^R^X'mt>^n^7~>)m 

. R^it (a) 7mm^. (b) 
(c) (a)AD^*>J^^> 
(b) c 1 _ 3 7;i^4^ 1/ > 
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10 



15 



20 



25 



e) /\ n y $ nr (/^T t) cfc c 1 _ 6 7;u+;ug« 

f ) y\ □ y Mb $ tiT i^T t) cfc (.^ C 3 _ 6 V ^ o 7;u+;i/S. 
;g) A D ^' $ nx v^T ct 1/^ c 1 _ 6 7 ;H3 4^ s/S, 

h) A □ >{t ^ tlT liT ct c ^ _ g 7;p^;i/5^«. 

i) h KD^vS, 
j)75/S, 

k)^y-c,_6 7;i/4^;i/75yS, 
1) v-Ci_67;u^;i/75ys, 
:in) c ,_g7;i'4^;u-:^>'Uj}^-;u7 5 

:o) c i_6 7;u4^>'i'-;^;ufc>'i^a> 

p) c j_6 7;i/^ju-;^;ufc>'i/:^=^vS. 

r) c i_6 7;n3^>-*;i'^:i;i/S, 

o^y -c ^_^7)v^)iti)VJ'^=e^ 
u) V- c ,_6 7;u^;u;^;wN'^-r 

» c 1 _ g 7;^4^;^x;^7^^:^;^a,• 
:x) c 1 _6 7;L'^;1'X;1/7 ^ 

y) HulB (a) ;^j:Vi b (x) ;{)^ bil^in-S 1 T'cC b 4 iaoa^S^^r^LT V^T t) 

z) bnIS (a) T^cCl^ b (x) t!)^ bil^fn-S 1 ;^cf L 4 f@0M^S<5:W LT (.^T t) i; 
C 6 _ , 0 7 U ^ vSfe ct 

zz) BiltS (a) 75:t/i b (x) ^bMittl^ 1 t^j: b 4 licDg^S?:^ bTV^T J; 

5f^^^L7 m.mmmmt)^^f^^u (bh) ^e>^tfti§g^a<^:i7^j:t'^b5f@ 
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(d) (a)/NDy>lf^, 
(b) c 1 _ 3 7;i^=^^ 1/ > '>S> 
5 (c):ihDS, 

(d) vT/S. 

(e) (aa)ADy>l^i^> (bb) C ,_^7)[^^U>i^^^zy&> (cc)-haS. (dd) 
->7/S> (ee)APy>'fb$tlTViTt)J:(/^Ci_6 7>iP^;i-S, (ff)AD^*> 

(ii)tiHo+'>«, (jj)75ys> (kk)^y-c,_67;u4^;i'75ys 
. (ii)v-Cj_67JU^>)i/7^ys, (nim)Ci_67Ji/+;u-;^;i/4^-;i-75ys 

, (nn):^;i'5;i/*> ioo) C ,_^7 )[^^)\^-tiJVts::^jm. (w) C ,_^7)V^)l- 

15 ;us. (ss);t7;w\'^-r;i/«> (tt)^y-Ci_g7;u+;i/:^;wt^-r;us. (uu) 
zy-c,_^7)V^)\/t])i^n'E-( )m. (vv)x;i/7^s> (ww)Ci_6 7>ii/^;i'7.;u4^ 

-;t/S, (xx)Ci_g7;i/^;l/;^;U7^:::;US, (yy)Bfit3(aa)fj:^^b(xx)7&i^ii 
^ftl-S l7'c{:ViL4f@(De^S<&^L/TViTt)i;'/^C6_io7U-;US, (zz)MfH 
(aa) TSiVi L (xx) bilt^tl^ 1 J^CV^ L 4f@(^M^S^W L.T(/^T fcct C g _ ^ 
20 0 7 U -;!/^^ '>S:fe cttXCzzz) siifH(aa) T^cfl/^ L (xx) f)^b>mi-£n^ If^l^^L 4m 

( f ) A □ ^* $ nx d: c 3 _ 5 p 7;i^4^;i'S. 
ig)j\n^'>if^nx^^Xh^^^C,_^7)Vn^i^m^ 

25 (h)AO^'Wb$tlTt/^Tt)c}:^iCi_g7;i'4^>'l'5^^S. 

(j)7sys. 

(k)^y-c,_67;u^;u75ys, 
(1) v-Ci_g7;i'^;u75ys. 
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(o) c i_g7;i'^;u-;^>iu4^-;us. 

(r) c j_s7;ni + ->-;^;uzl^-;uS. 
(s):^;u/N'H£'r;i^S, 

(u) V - C J _ 6 7)V^M }V^. 

10 (v)7.;i/^S> 

(w) c i_5T;1'^;U7.;uz1n-;1/S. 
(x) c i_eT;u=t^;i^x;u7^ 

(y) HufS (a) T^ctVi b (x) ibMitn^ lU^^ b 4Mc0gm«^W l^TV^T^ J: 
15 (z)WIS(a)7^j:ViU(x)7J)^e>ji«n§ lJ'j:Vib4®(^g^S^WLTViTt>ctt/i 

^jLS, (DC2_6 7;i'^-;us, (E)C2_6 7Ji/4^^;i'». @C3_g>-^P7;i/^ 
(DC3_,47U-;i/SS/c«®c,_ig7^;i<'^>'i/S^. 
R 2 i3 J: IK R ^ ^^^n^en ( i ) ymm'f-^ ciOBm^^i^^m^^m^tn^m 

25 tjrn^g^s^WbTv^TfectviC i_e7;u^>'u-;^>'i'#->'^s<^^L., 

(i) 
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15 



20 



m^^. vit^ >o, >c=o. >c- (w) w^rzit>N -wv^t>-^n^ 

@c 3 _ 6 □ 7)i^jvm. (DC s_ 1 4 7 u fc«(DC 7z')V^}Vm 

(ii) ^ 

(^4^, Bm\t^^v^^rz\ti-fs.^^h^m<Dc^_^7)v^)vm'^m^-^nx 

(iii) ^ . 



(CH2)n 




/'a 



25 



(CH^k 



1 ow^mn^. ^ 

X^-CH^-. -CQ:-^fc«-CH (OH) 

b jiJi'n ^ ems t T t/^T cfc </ ^ c 1 _ 6 7 ;u=^;u<s ^ > 

4 . A r ^ *3ct A r 27&.|%n€tl ( i ) /N □ ^ >lf ;t « C ^ _ g 7;Hl + v^ST 
e^$nTt.iT^)J;t/i7i±;USSfcJi(ii)j5ePlJ^™^tCg^J^^. ^^J^ 
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6 . i^^o r$>mmm i t^monL 

t>.fcViC7_a6 7^;WUStrc«(iii)Ci_6 7;m4^->^WLTV^TfeJ:l.i 

R^t^^COjK^M^, (ii)C,_67;i/^;U*tfc«(iii)C7-i6/'^>'l'=^^>'l-S^ 
10 (i) ^ 

V'\t^ >0<>C (W^) -W^iS/i«>N-Wi (WMi(a)7j<5lil 
(b)ADy>J^^, ADy>'fb$nTViT=bctViCi_67;WUS43cj;t/ 

15 AD'/>'fi:$nTVi-et)ci;t.iC,_67;u=i4^'>s*^e>^-&i¥^^e.iit^n§«^ 
«^^n^°n 1 ^'ctvi U2 iHW feet c 6 _ 1 4 7 u ( c ) i t^^c l 

2®(DCg_io7U->'l/S*WL.TViTfecl:{^^C,_67;WPS^/i(i (d) t° 
20 (ii) ^ 

-"30 . 

t.iTfeJ;V^#^tt*fctt2P'l4(D5 7'cj:V^Ll Om^^> D'm^tC ,_,7 
Ci_g7Jl/34^vl*3c):J>'Ci_s7;U+>'U-:t'.'U3t^::^JUS7&^^>/5)c§l¥;5^e>ji 

(iii) ^ 
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(ii)^ -CO-R5 (R5fl(a)7jcp|J!g^. (b) (c)C,_5Tv»U 

15 (iii)^ -CO-Alko-R' [A 1 k o«t H O^^xS^WUTV^Tfect 
V>Ci_67;i/=^l/>S^. RSt(a)/NDy>0^. ;NDy>'fb^nTl^iTfeck 

v^Ci_67;i/^;i/, ^h.D, Ci_67;ni=^'>, Ci_3 7;u^i/>':^^^v43J: 

l.iTt>=tViC6-i47U-;i/*, (J))C6-io>^U-;U:f^i/S. (c)^^i^TO^ 

)m^uc,^e7)i^^)\^-ti)it-:=.)i^^<b^^m^^mi>in^mW:m^ i 

L2fli^LTViTfeci;A7^yS. (h) k FP=^->$WLTt.iTfcJ:l^ ST^ft/^L 
25 7 m(DmmmS. ii)C,:,;,7y}l^)\^^'^'yM. (j)C6-io7'J-;i'-:^;U:^ 
-;i/Stfctt(k)Ci_s7;i/^Jl/-;^JJU4^->'l'^=^'>S^^t-] VBiiD^ri^M 
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(iv)^ 

— CO— Qa^ N — 




(Qait^- (CH2) s- (s\,tir^^^b3(Dm^^7jk-r) ^tc^t- (CHj 
) t -CH= (t«0/j:Vib2©M^S:^-r) T^t)$n^S^> R^tymm 

(v) ^ 

— CO— (^n-r' 

10 T*)J;v^Ci_6 7;u=lr;us, (c)Ci_6 7;H3+->-;^>'i^4^-;us> (d)^ -c 

-co- (CH2) r^-R« (r Mii;^j:ViL3 0S^<£r> R'^fSC i.gT^U^^ 

f) -e^t)$n'5)S^fef3:(f)-coNH-R^ (RMiCi_6 7;i^4^;ws*fc« 

(vi) ^ -COOR^ (RMSyNP^'Mb^nTliT^bcfc^^^Ci.sZ;!^:^^;!/^^ 
20 ^T) "e^t)^tl§^! . 

(vii) ^ \ ■■. 

— coo— <^N-fR''' 

- ^ ji-A't < A □ y >'fb $ tiT t/^T t) J; t/ ill □ 5^ / ^ Ac a 

(viii) ic -conrJ.i-:.r^2 (Rini7K^il-TS/ctiCi_67;u^;u«^« 
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_5 7;WU-;^lJU4^-;i^^^v. ig) 7'E:-<)U:f5^U(h)-t^yittnX 



(ix)^ 

13 



CONH 




N— R 



b^-5^7i^e>iS^in'l>fimS^#l^T^)=tViCi_67;U4^;US. (c)C7_i67^ 

((i)ADy>l^T^3<i;r/Ci_6 7;u:3 4^->-:^;u4^-;i.;5i5>^i£§^;^)^ 
b il fi* n B ^» ^ # b T V ^ T ck V i C 1 _ 6 7 ; u ^ ; 1/ - :^ ; 1^ ^ - >> 1/ s ^ 7^ « 



CONH 



/ \". 14 

-N ••N— R 



(xi)^ 
— CO- 



IS- 




•N F 



20 {Fmt^>-if>Mtm;^LX^'^X'b^^^5t£i^^L7 R(D$^i^^i^^mm&^ 

^nx^^xh^^^c iJ'^7)i^)V-ti)i^::^)V7^ ym^^T) xmt^-^n^ 



25 



(xi i)^ 
— CO— N 



I — R 



16 
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25 



iit^tl-5)g^S^WLTt.iTt)J:ViCi_67>'l^+>'L'S^ (b):J^;U5;US, (c) C , 

(xiii) ^ -SO2-R'' (R^ns(i) sfji^^L 6 mommmm^mLxi^x^ 

^^^C,_,r)l^)im. (i i) C 2_6 7;U^:i;US*}^c:«(i i i) C ,_,7JV^)U^ 

(xiv) l;:j:ViL3ll(75/Nay>l^^^;^cJtCi_67;i'n + vS^WLTV^Tt) 
J;!/iC7_i67^;U^;^S. 

n-S 1 ^'JiV^ L 3 <@cD^;f PJ!^^<5:^tr 5 ^fcfi 6 M^li^^STMrn^n^t C 
(xvi)^ 

I 

CO.. 



.24 



[R 2 4ti7X^ig^^fc«C7_i67^;U4-;L'^4^v-;i7;L'fc;US=&^-r] T- 



(xvi i)^ 



CO 



.25 




2 5 



(xviii)^ -CO-A 1 k-NR 
8 



2 7 



CO-A 1 k,-0-A 1 k 



R 



^SfctlCi_6 7;U=^;i/S^ ; A 1 k2*5=t^/A 1 kjfi. |S]-Sfc^5^7'cf:oT 
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10 



15 



20 



25 



(xix)^ -CO-A 1 ka-NR^ ''-CO-A 1 k3-R 



2 9 



[A 1 k^, A 1 k.i^ikzSR^ '^^mmtmMm^ : ^itmmm^^n^ 

(xx)^ -CO-Alk-NR^^-cO-Alkj-NR^^-Alkg-R 
3 1 

[A 1 k, r2 A 1 k2, A 1 k.immtmMm^ ; r^ ^^tk^i^^. 



3 1 



-)Vm^ ; R 

(xxi)^ -CO-A l.k"'-NR2 7_cO-A 1 kz-NR^ ^ 
3 1 •'■ ^ 



co-o- 



A 1 k 3-R 
1 

2 7 us 



[Alk> R^*", A lic^, A 1 k343j;t/R^ ^tiIIS<hIWI: 



(xxi i)^ 



CO-A i.^k.-.C0-NR.2 "^-A 1 kj-R^ ^ 



[A 1 k, R 2 7^ A f-c^ctej^OT 3 1 j,tm$itmMm^7jkr] -e^^n^^ 



3 1 



(xxiii)^ -CO-A:l k-^O-CO-O-A 1 kg-R 

[A 1 k, A 1 k^^i^^ff^^ '^mmtmrnm^Tfrr] -e^^n-ss^^u ; 



.18 



■N 



( R 1 « «/N o y >m¥::^^^vm. /N □ y >'fk $ T J: i.^ C 1 _ g 7 
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(i) ^ 



N a' V 




10 (^t, A^^«b Fd>->S;t«^4^VTa^$nTt.iTt)^t/i4nj:^iU8* 
V'\t^ >0> >C- (W^) W'^fcityN-W' (WHi(a)7j<^J^ 

h^^^C^_,,7V-)m^rcitic) Uc{:ViU2^<DCe_io7U-;US^WL 
15 T(/iTt>J:l/^Ci_67iU^;i/S^^L., W« MizK.^i^^^rc^t: K vS^ 

(ii) ^ ■ 

. c,_^7)vn^i^m^'^nc,_^7jv^ji-tijirs=^)\^m^^^m^m^^mit 




25 



(^■f, E^m«Ci_37;i/^u>->*^=^->S^ -has, c,_67;i/=i^->; 
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5 R^7&^^(i)7K^m^, (ii)^ -CO-R' (R'«(a)7X^il^, (b);^;l'4^*:^S/ 

(c)Ci_6 7;u^;i/S, (d)7;.un+i><^wtTi'iTfc=t<, ^>-tf>^ 

t i^-^ L fc C 5 _ 7 D 7;U^;US * fcU (e) ^^i^^ UJ^^fCg^i^^ , ^^i^ 
10 (iii)iC -co- (GH2) r^-R' (r HtlUl^^L 3 (D^^^. R^iCa) 

/\o<:r>i^^. /\oy>'fb^nT(.iT^)c);ViCi_67;i/^;k -ho. c^.^r 

<@Og^S^WbTViT^)ckViC5_i47U-;US, (b)C6-i47U-;i':r^-> 

=l^;p-;^7;ufc;i/S, (e).:^7;i/4^4^v;i/S, (f) Cl_6 7;^3^'>-;^7;^4^-;^ 
n-5SmS^ l7it.iL2®WL/T^iTfecfct/^75ySS/!:fi(h) t HD^x^ 
20 (iv)^ r". 



(Qti^- (CH2) s - (s fil7iVib3<Z)S^^&^-r) ^fc«- (CH2) 
t-CH= (t\t0m^V2(Dm^^^-t) T^t)$n-5S^, R'«7K^J^i^ 



CO-Q 




25 




(Rni(a)7Kmil^, (b)C 



1-6 
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Xh^^^C,_,7Jl^)m. (c)Ci_67;i/:34^>^-:^ji/4?-;i/S, (d)^ -C 
(e)^ -co- (CH2) r^-R"^ ( r Hi 1 J^CV^ L 3 ©S^^, RMiC^.e 

10 m^rc\tc,.,,7'j-)vm^^t) ^^t) rmt>-^n^m, 

(vi)^ -COOR^ (R'it/\n^'>if^nX\^^Xh^^^C,.,7)l^Ji^&^ 



(vii)^ 




15 (R'°\t7mw.^. c,^^7)vn^>'-ti)ut^=.)im. =Eyxit':^-c,.,7)v 

(vi ii) ^ - coNR v>;f .R ^ ^ ' (R ' '\t^mmi^^rz\tc ,.,7 )V^Am^. 
20 , (d)Ci_67;i/4^;w-.:^jVu^-;k (e)c,_67;U3:^v-;^;!.7i^-;u, (f)Ci 

i^^xh^^\ c,^e7)u^)vm^^t) -e^b^n^s. 

(ix) ^ 

— CONH — / M— r'^ 

25 '. 

( R ^ (a) tK^I^^ . (b) t: h* □ ^ <t J/C 1 _ 6 7;U □ =^ '> - ;t/ ;i/7t^ " 

bJ5jc'5ll;&^b]ltt'n^fi^S^WbTt)cfcViC i_67;i^+;i/S. (c) C 67^ 

)l^JVm. U)J\oy>^J^zSC,_^7}l-oi^>'-:^)V^-^)l^-^^^^^^^^^M 
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/ \ 14 

— CONH— ^N — R 



10 



15 



20 



25 



(xi) ^ 

— CO N F ) 

(xii) ^ 



— CO— N. 



N— R 



( R ^ (a) t H n J; t>X 1 _ 6 7 ;U :3 V - ;U b 52 -5 b 
ii^i*n§MMS^WtTViT=foJ:ViCi_67>'U^;i/S. (b)7}N;i/5;i/S, (c)Ci 

_ g 7 ;i/ n V - * rc (d) ^^UTO^ n^^i^^ > ^^ii^ ^ i: 

(xiii)^ -S02-R\^ (R^^«(i) 5fj:ViL6MO^§^^S$rWL.TViT 
fecb^^Ci-eT;!/^^;!^*.' (ii)C2_67;U^-^S^;t«(iii)Ci_67Jl/+;l' 
$^l.TV^Tt)J:V^C6ii47U-;US^^1") TSt)$n§S, 
(xiv) l/j:l/iL3IS(Z)/Vn^*>l^^^^L.TViTt)J:ViC7-i67^>'U+;US 
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10 



15 



J8 



— N 




9. R^?&^*R2;&^^i?^*iT^^^IM^<^*{^ 



(i) ^ 



-o - 

I 




r 



y — y 



. j\ a ^y{\L^ nx i^^T t) ct c 1 _ 6 7;u^>'U»^ ^c«c ^ _ ^ r^m ^ '>s^ , 

(ii) ^ 

-"33- 
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1 0. it'^m-h^^ h 




c 'l47.;H3 ^ i^-ti ^^7 = y *5 d: t;; c , _ , s ^ ^ 

_ ^y;,j / ;u:t ^ i^S P Hi C 1 . 3 7>'W^ 1/ >S$: : Q 4^ C 1 _ 3 7;i/^ 1/ > 
y>{t^nTV^Tfe=i:..V^^,-67JWl^S^;^c^*C,_e7;U3^ 
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10 



15 



11. it-uW^ 




NH-CO-R^ 



1 2 . it^m^^ 




21- 



Q^— nh-r" 



y ' ' ' 




20 



R?;?li(i)7jcmMT, (fi)G,_i67^;l'=^^>'l-S^ (iv)C,_6 

7W.;i.-*JU4^-Ji-*> (v) c ,_67;^^;^^WLT^^^ 



10 
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WO 01/21169 
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1 3 . it^^ti^ 

5 3 4-vt:FD-6-;<h=^->-l' " (5-757-4. 4-v7x:i 

\/_ c5-7Hy-4- (4-7^h^i/7xr:;u) - 4 - 7x^;u^>^;i^ 

,;5_5.5y-4. 4-t'X (4-^n07xIi;W ^>5^;Ul "4- 
(4-7;i/^P7xn;l/) tf-^7v^>*rcJi^<=^^^ 
3- ^-i^tHD-e-^b^^v-l' - (6-757-4. 4--:^7x- 
;U^':^->;W) C^7^^>-2 (IH) . 2' -t:^Uv>] ^^c^^ 

'^ir^-i^^YU-^:; - (7-757-4. 4-v 

7x-W5^JU) X^fei Tt-7^^>-2 (IH) . 2' -ti^Ui^>] S 

4. 4-v7x-;l.-|-4.Jl^5;U757-l- ( 4 - 7 x:i;Hf >^ 7 

.i:_ C4- (4-7;i.^P7x3i;i.) if-^^i»-i-<>'i^3 -5-4^;i'5 

^5 -7. - 4 . 4 - 7bi > > ^ fd ^ 

4;/;4_^7 3:-;U^.a - (4-7xr.;l.t:-^^v>-l-^^^) -5- ( 

4. 4->?7x-;i'il- C4- (2-7h^v7x-;i^) t:-=^^':^>- 1 
—fiV] -5- (h>';i/r57)^>^>^i^-^i'^<^^^ 
.4l.(..4-^aa7±=i^) -5-7i^Jl'5;U75 7-4-7x^;i/-l- ( 

•4- •(4-^Da7x-i;U) -5->J^;i-5>il/757-4-7x::i;U-l- ( 



15 



20 
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252 

^ 4- (4-^oP7i:-;u) -1- C4- (>^7x^JM^;^) if^^v> 

5-7^^1.a;U75y-4- (4-/h + >^7x-;l') -4-7xr:;U-l- 
4; 4-b'X (4-^'007xn;U) -1- C4- (4-7;i':rD7x-;U 

) t:,<^s;>-i-^;w -5- ()i^;w5;ur 5 7 ) -^>^>^fctt^om> 

10 1- C4- (4-7;U:tP7x:i;i/) tf-^^i^>- 1 — T JU) -6-4^;U5 

1- C4- (4-7^^o7x^;w) tf-<^v>-i-^^w -6-xt^;u^ 

4. 4->^7xn;l'--l- (4-7xr.;ufcf-^Uvy] -6- (hv;U75 
15 y) ^:^-+i->^fcti^Q?^/ 

5-- [4- (4-^D'b7xIlJl') -4-tFa=^>-t^^'J-^^] -1-^ 

•5- [4- (4-7;uVp7xn;p) e-^^-:^>-i-^^H 

ay -2.2 - v^x-i;U^>i5^'>Sfc«^CD.m. 
20 ;ir^7}.;i.-;i.7-yi^^5- (4 - t>D + v- 4 -7xn;nf-^U v/) - 

2 r 2 - X 7 X ZIJU^ >'.^ > S fc «^ . 

y] •-i-zt^;i.= ;u7ay-2, 2 -s^7xn;u-^>^>^fc:^i^o^. 

;;g4,[4- [3. S'-kiX (hU7;i'^P^^^i') 7x11^] -4-fc:FP 
25 ^itf.^Uvy] -l-4^;l'S;U7Sy-2. 2 -v7x::iJU-^>^>^)^ctt 

■:5- [4- (3. 5->^^PP7x^;U) -4-tHP^i^tf^U'>V] - 
1 -•7};;;u = ;U7^ y - 2;. 2 - v7x^;l/-^>^ >^fctt^O^. 
,5-'_.[4- (4-^PP7x:^;U) -1. 2. 3. 6 -x h ^ t H P ^ U 
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WO 01/21169 

253 

5 5_ [4- (4-^DP7x^;u) if-^'jvv] -i-^;u5;i/7ay-2 

2 ->?7x^;l/^>i5'>^^^*^<^^^ 

5_ [4- (4-7;i^:i-n7x:i;i/) -4-t:FD4^vk°-^'Jv7] -1- 

i-4-^;P5Jl.7^y-5- [4-t:FD:^->-4- ( 4 - ;^ h^v^7xn;^ 
) e-<'Jvy] -2, 2-v7xIi;l/^>^>*7^^^*^^^' 

l-;J.;i.-;l.75/-5- C4-hh'o:^->-4- (2-h:U>^;w) tf^u 
v/] -2, 2 -i/7x-;U'^>:5'>SfcJ*^<?5m> 

l.-7-fe^;!/7Syt 5- [4- (4-^OP7x-;W -4-t:Ho4^v 

ti.^y.e^/] -2. 2Tr^^7xzi;i/^>^>^:^c«-^<7)^. 

l-7-th7ir^;i^:^V-5- [4- (4-i7DP7x:^;U) -4-h:H 
D^^vlf^'Jv/] -2X:2-v7x::i;U-=^>^>^fe^^^<^^^ 
N-.[5- [4- ■(4£>7PP7xn;^) -4-tHP^xtf-^US^y] - 

2. 2-v7x-;i/^:^l-^H x^'>>7a Fmx5^;i/Sfc«^cD^. 

^|j_'[5- [4^ (4->,^PP7xr.;i/) -4-l:lHP4^>'e-^US^y] - 
2?S--i^7xZi;i'^>5^;i'] X^S/>7S 

■■^®:5;-^ [4- (^-^□.D7x3:;i.) -4-t:HP=^ve-^Uvy] - 
2, ii"£>ij7 X -)V^>^)V] - 3 - X^;U «:7l/7Sfc«^Oig, 
'^J^^'-Js:!^ [4- (4-i'PP-7xx;U) -4-tHP=^vt^^'Ji^y] - 

2./';:2 -v7xxji.^>^;u] >^^>7.;u>i^>7a H^fc^i^<7)^. 

7x.x;i,.N- [5-'c4- (4-^PP7xX;l.) -4-bFP+->tf-^ 
U S;' > ] - .2 ; 2 - V 7 X XjU'^ > ;^ ;i/ A' - h * li-?- (^^. 
• l^V7-fef-Jl^7 5/T5- [4- (4-^oa7xx;i.) -4-t:HP=^i/ 
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20 



25 
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fsj- [5- [4- (•4-.^aa7x-JU) -4-l:iHD=^'>J^^UvV] - 
ij^J^ CS- [4- (4->Dn7x-;U) -4-tHD + i/e-^U>^y] - 

2, 2-v7xr.;u^>V>'U] ^ju^s Hmx^;i/^fc«^o^. 

;t; 2- ( (2, 2-i^7 xci;v-5- (4-7 xn;!. U >^ / ) ^>^M 7 = y 

10 .tert-7*5^;U 2-((2,2-v7xX;U-5-(4-7xX;Ut:-^Uvy)-^>^;U)7S 

.,4'4-v7xxji/-7-(4-7xx;ut:^u i^y)^:/?;i^T5 >^fc«^©m. 

. N^(4.4-v^7xX;U-7.-(4-7xX^lf^Uvy)^^^>'l^)-4->^5^>'l^^>-tf> 
15 • N-i4.4-x7xX;i/-7"-'<4-7xX;i/t!^U vy)^7'5^>'l')7-fe^5 H^fc^^ 
N-^>v;U-N-(4,4-'s^7xX;U-7-(4-7xX;i/kf-^Uvy)-^:^^>'l-)7 = > 
N-(4,4-S^7xnjU-7-(4-7xX;Utf-<U vV)^y5^;W-N-(3-y h^'y^ 

N-(4.4->^7xX;i.-7-(4-7xX;i/t:-^U vy)'\7'5^>'W-N-(2-y h^->^ 
N-.(4.4-:^7xX;i/-7-(4-7xXJl/tf^'JvV)A:/5^;U)-N-(2-7;i/:tD^ 
25 ■•N-'(4,4-v7xXJl/-7-(4-7xX;i/tf^Ui^y)^7°5=-;U)-2-^^7x>;^;i/ 

N-.(-4, 4- V 7 X x;u-7- (4-7 X x;nf ^ U ) ^ 7'^;U) -2-7 X x;i/7-fe 

N-(4, 4-i^ 7 X Xjl'-?- (4-7 X - ;U tf^ U V / ) ^7°5^;U) -N- (2-5^X - 
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N-/^>>^;i/-N-(4,4-v7x:i;u-7-(4-7xr.;ut°-^U->v)-^7°^^)-N-^ 

5 ®(^^Jo 

1 6 . m-k^^umr&^m^m i ib«o^Jo 

1 7 ^ 

nr''-co-r" 5 
- ;k7 = y c , ^6 7;u=^^;us^ ; P ' « c 1 _ 3 7;u=^ u ; X c 

15 {im^f-pT7K^I^^, ;ini^*>M^> ADy*>>fb$nTV^Tfei;V^C,_e7;U 
4%^^ * ^^/^ □ '^r >'fb^ nx T ^) J; ^ c 1 _ 6 7 3 ^ ^T] t5 

4-^qp^>v;i> 2-((2;2->^7x-^-5-(4-7x-;i.e-<UvV)-^>5^>'U) 
3-i7tiD^>v;U 2-((2;-2-':^7x-;U-5-(4-7x-;i'l^^Uvy)^>^>'l-) 
25 2-(N-(2J-v7xX;U-5-(4-7xX;Ubf-^>J'>V)-^>5^;i')-N-yx 

;k7-5 y M-^^^^vx^^ji^;^};!/^;^- 
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2-((5-(4-(3-7JUxrD7x-;Wt:^'J vV)-2.2-v7x:^;U^>5" 
^>v>lU 2-((5-(4-(2-7;U:tn7x-;L') t°^U v/)-2,2-v7ai-;L^^>5" 

t> y)-2-^^yx?;i/.±/;uA;<- 

^>Y)V 2-((5-(4-(2-?^ h^v-^x-jP) e-^Ui^/)-2,2->^7x-;i.-^>5" 

;W75 y).-2-;r4^vx5';i/;tj;u/t^- h^;ttt^(^^. s/c^t 

3^>7 □ □ ^ > 2- ( (2, 2- b*X (4-^:7 O □ 7 xx;i/) -5- (4- 7 x Xjl/ tf ^ U f/ 
2.0... ^ 




R23,-,COOH 

2 -1..V ,^ 



NR^-CO-CHj-NHj 




P — N 
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2 2. m^^i immmt'^m^'smLTfsi^mm 

2 3.^ 

— Nr"-CO-A I kj-NR^-CO-A I kj-p" 



(lb) 



5 7;^^;US<& ; A 1 k2^^UA 1 kjfi, [sI-S?t«S;^J:oT. 

15 J!^-^; b KP^->, 7Sy^3cktKC6_lo^'J->'^^'^^'^^^'^^^^^^S^ 
S..^WbTV^T=bcfcViCi_67;U=^U>S?: : ^fS:::hD, /\oy>J^^ 
. C\:,7)V^)V. t:HD^->, Ci_67;i'n^->fe<kt;C6_io7U-;i/;{)^'i 

fife^'p;^)^ biitfn^a#is*% i>TViT feck v^cpc 6_ 1 0 7 u --;i/S*;t«(2) 

2 3 IStg(7){k^tlo 

2 5. R^ ^*^'g^a^^rbTt.'iTfe=fcVW>H-;i'- 2 — f ^UT^^ISsic 2 

2 6."R^ ^75VNn>5r*>J^T, Ci_67;U+;l^. C i_67;m^->43=fct/l:i H D 
25 ^'^'^ybMitn^ 1 ^fcji2ia<^SMSi^WLTV^Tfeckl/W > K-viL-- 2 - 

^ if jR^ 2 3. 2 4 lEiccD'fb'&i^o 
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2 7. N-(2-((2,2-v7x-;U-5-(4-7xn;Hi'^U vy)^>^;i/)7S/)- 
N-{2-((2,2Tv7x-;U-5-(4-7x-;Ue'<U vy)^>5">'l/)75y)-2-^^ 
5 5-^. □ □ -N- (2- ( (2, 2- 7 X " ;l/-5- (4- 7 x " ;U t: ^ U 7 ) ^ >^;i/) 7 ^ 

y )-2-:t-4^yx^;i/)< > H-;u-2-;^;u7i^4^-tf-^ H^fcfi^oi^, 

N- (2- ( (2. 2- t'X (4-^ □ □ 7 X - -5- (4-7 x n ;i/ U ) >5^;U) 7 
N- (2- ( (2, 2- 1: X (4-i' P P 7 xx;i/) -5- (4-7 xXJl' h:^ U v 7 ) >5^;U) 7 

10 5 >)-2-:^-=^yx5^;u)T;5-^pp< > K-;i/-2-*;i//l^^ij-a K^;/cfi^cD:^. 

N- (2- ( (2. 2- 1: X (4-^5' P P 7 xX;U) -5- (4-7 xX>ll/ tf^ U >^ 7 ) ^ >5^;W 7 

5 y)-2-^4^yx5^jW-i-/5^;i'^> h*-;i/-2-:^;u4^=lrii-5 

(2- ( (2, 2- k'X (4-^7 P P 7 xX;W -5- (4-7 xx;i/ tf ^ U 5^ 7 ) ^ >5^;U) 7 

s y)-2-:t^yx5^;u)-5-7;u:tP-i' > H-;i/-2-;^;i/:i^^+f-5 H^fcfi^o 

1 5 ^ML> >. 

N- (2- ( (2. 2- ex (4-^ P P 7 xx;i/) -5- (4-7 xx;i/ 1:^ U v 7 ) ^>^M 7 
^^.;j-2-;t=^ y x^;i/j -5- ^ h ^ ->-r > K -;i/-2-:^7 ;i/zt^^-if 5 K S Ji^CD 

N-(2-((2.2-h:7;(4-^:7PP7xx;i/)-5-(4-7xx;i/tf^u vy)^>^;u)7 
20 5 y)-2-:f4^yx^ju)-5-fc HP^v-r > K-;i/-2-:^j;b4^^-tf5 

V*' 

N-(-2-((5-(4-(2-7;k*P 7.x-;>) tf/^^ij S/V)-2. 2-S;7xx;i/A;>5^;p) 7 
N-(2-((5-(4-(2-7;U:tP 7xx;i/) tf^u vy)-2. x.-Jl^y^)l) 7 

25 sy)-2-^^yx^;u)-i,-^5^>'K> K->'^-2-:^>'^^'^■t^"S KSfc^i-^co-^, 

5- ^ p P -N - (2- ( (5- (4-(2- 7;U^ P 7 x X Jl/) tf ^ 'J v / ) -2, 2- 7 x x;l/^ 

>^M7 5 y)-2-pr4:i?x5^;w-i-p^5^;u-r > K-;u-2-:^3;i^z}^ 4^1^-5 H^rc 
54^7 □ □ -N - (2- ( (5- (4- (i-y)V^u 7 X x;!/) u V y ) -2, 2- V 7 X x;i/^ 
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H^.(2-{i2. 2-t:x (4-^ □ □ 7x - ;U)-5-(4-(2-7;i/^0 7x-;i/) If ^ u s^v 

5 N- (2- ( (2, 2- t*X (4-^:7 □ □ 7 X XjU) -5- (4- (2-7 ;i/:t □ 7 x " JU) U vV 
)^>5';i/) 7 5 /)-2-^^yx5^;i/)-5-p< v< > H->'l/-2-;^3;U/jf=Mt5 

N_(2_((2.2-lfX(4-i'DD7xX;i/)-5-(4-(2-7;i/^0 7xX;i/)hr^'J>'/ 

) ^ 7 5/) -2-:t^ y x5";i') > K -;i/-2-* 5 K s ^^i^o 

10 

N- a- ((2,2- h: X (4-7 P 7 xx;l/) -5- (4- 7 x x;i/ U >^ / ) ^ >5^;W 

75;>)-2-:^-^yx5^;i/)'f > H-;i/-2-*;i/4^^it5 KS;t«^c7):^, 

N- (2- ( (2. 2- If 7. (4-7;i>;!-p 7 xX;U) -5- (4-7 x " ;U t: ^ U / ) ^ >5^;U) 
7i5y^)-2-;t-^y X5^;»-5-i> o o-r > V-J]y-2-tl)Vt^^-^^ }^^rM^(D 

1 5 \ ' . . ' *' 

N- (2-((2,2-t'7>(4-7;i>:tP7xX;i')-5-(4-(2-/ h ^ v7 xX;U) U 

/ ) k.y^)i) 75/) -2V=^^y x^;u) > K -;u-2-;^ Jl/^^^^-tJ- 5 H 

N-6!-((2,2-h:7.(4-7J'k:tP7xX;i')-5-(4-(2-/ h^'>7xX;i/) e^U 
N-(2-((2,2-t:7.(4-7;U.:tP7xX;i')-5-(4-(2-7;U;rP7xX;i') hf^U v 

/j^>^;i/)75/)-2^^4^yx5^;i/)-i'> H-;u-2-;^;i/4^=^^-t^5 \^^rz\t^ 

(Dm ■ 
25- -^tz\i' 

N- (2- ( (2, 2-k: ;^ (4-7;U:t □ 7 xx;i/) -5- (4- (2-7;i'^ P 7 xx;U) t: ^ U 'J 

/')A>^;u)75 y)-2-':t=^yx5^;u)-5-^ pp-r > F-;u-2-:^;uzi^^-tt-5 

2"- 8.'^ 
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NR^-CO-Alkj-NHR" 




R2.«-A 1 ka-COOH 

2 9'.;- imm2 st^mo'^t^^^^^vru^mMo 

3 0 .- . . -.. 




— NR^-CO-A I k-NR^^-CO-A I k^-NR^-A I kj-R^' 



^ : X- 



/ \ 



(Ic) 



JzVi9i_67;i-*l/>*^ ; A 1 k2*5j;D^A 1 kg^, |WI-^rc(t^;^cj:oT, 
; P.?.:feJ;t/Q5«|l]-^>c«S7^£oTCi_67;i'=^l/>S^ ; Y^iSckt/ 

V v_ 6 7;u=^;us ^ tt\p\ □ ^* >'fb $ nx ^ v ^ c ^ _ e 7 ;m + 

3 ir. Al k*VNoy>J^^, tKP^v, 7S / ^3 J;0^'C g- 1 o ^ 'J ->"^^' b 
^,€>Sf75^b3i^in>&e^S'^<&bTt/^TfeJ:t^^Cj_67>'U^l/>«^ ; A 1 kg 

-> / ^ = y ^ =1: t>' C 6 _ 0 7 U - ^I'/O^ b fi£ -5 II b ^1 fr^ n § g^S ^ ^ b T V i T 
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t x't/iT feck c 6 - 1 0 'J -)mx$)^w^^ 3 0 umo^it-^mo 

3 2. N-(2-((2-((2,2-£^7x-;L'-5-(4-7xii;ue-^UvV)-^>5^;U)7$ 
y)_2-;j-^yx5^;l/) y)-2-^4^VX5^;W-2. 2. 2- h U 7;i/:<hD-N-7x- 

2-7 - U y -N- (2- (.(2 , 2-ryy x " JU-5- (4-7 x HJl/ tf ^ U >^ / ) ^ >5";W 7 S 
y)-2-:t=l^yx5^;i/)7-iri5'5 FSfc«-€-Oi^, ^Tzit . 

2- ( ( > i^Ji/7 s y ) :tf w 7 s y ) -N- (2, 2- V 7 X x;i/-5- (4- 7 X - ;u 

3 3.. ^ 



q'' — NR^-CO-Alk-NHR" 




P — N 



A Ika-NR'^-Alkz-COOH 
"r.^;1 - A 1 k 3 - N R'^-.? - C O-X ^fc« R'l-Alka-NCO 



25 



3 4 .; ■ m^m 3 0 Emo'fb^ti lxu § isi 

3 5. '€.?L«tC^tUT,-^^ 
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f -R 




(0)i 

P — N 

Q-N. . 



< ^ W b T T =t V i 2 # (Dlil^^^^tt^S ^ . 
b T T ct ^ 0^^b7K ^ ^ 

. : (0)j . 




R ^43ckO:R^ «^n^'fl(i)7j<^i[^^, (ii)7>';i/SS/i«(iii)g^S^W 
L T t/ i T t) cfc i ^^t;7K IIS ^ . 

R2i5i:^'R'^«^n^'fl(i)7Klll^^, (ii)g^S^WLTt/iTt)c):V^7;l/=^ 
;US^/i«(iii)S^S^WUTl/iT'bJ:Vi7>'U=^;U;ti>'U4^-^^^L> R ^ (5: 
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. ■ SEQUENCE LISTING 

<110> Takeda Cheinical Industries, Ltd. 
<120> MCH. Receptor Antagonist 
<136> Case265I 
<150> JP 1.1-266278 
<151> 1999-09-20 
<150> JP 2000-221055 
<151> '2000-07-17 
<16b> ,16 
<2r0>: 1 
<2J1'>.32 
<212> DNA 

<2.I§'> Artificial Sequence 

<220> . 

<22a> 

<40q> 1 . 
GT£GACATGG ATCTGCAAAC ' CTCGTTGCTG TG 32 
<2iO> 2 
<2id 32 
<212> DNA 

<21.3> Artificial Sequence 

<220>. 

<223> 

<400> 2 

ACfAGTTCAG GTGCCTTTGC. TTTCTGTCCT CT 32 

<2iO>.3 

<2il> 353 

<2-r2>' PRT 

<213> Rat - 
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<400> 3 

Met%sp Leu Gin Thr Ser Leu Leu Ser Thr Gly Pro Asn Ala Ser Asn 

15 10 15 

He Ser Asp Gly Gin Asp Asn Leu Thr Leu Pro Gly Ser Pro Pro Arg 

20 25 30 

Thr, Gly Ser Val Ser Tyr He Asn He He Met Pro Ser Val Phe Gly 

35 " 40 45 

Thr He Cys Leu Leu Gly He Val Gly Asn Ser Thr Val He Phe Ala 

•.: 50 '55 60 

Val Val Lys Lys Ser Lys Leu His Trp Cys Ser Asn Val Pro Asp He 
65 ' -■ 70 75 80 

Phe He He Asn Leu Ser Val Val Asp Leu Leu Phe Leu Leu Gly Met 

85 90 95 

Pro Phe Met He His Gin Leu Met Gly Asn Gly Val Trp His Phe Gly 

100 :- 105 1 10 

Glu Thr Met Cys Thr Leu He Thr Ala Met Asp Ala Asn Ser Gin Phe 

..; ' 115 / . .120 125 

Thr Ser Thr Tyr He Leu Thr Ala Met Thr He Asp Arg Tyr Leu Ala 

i30 ■ 135 ■ 140 

Thr Val. His Pro He Ser Ser Thr Lys Phe Arg Lys Pro Ser Met Ala 
145 ' 150 155 160 

Thr Leu Val He Cys Leu Leu Trp Ala Leu Ser Phe He Ser He Thr 

165 170 175 

Pro Val Trp Leu Tyr .Ala Arg Leu' He Pro Phe Pro Gly Gly Ala Val 

180 185 190 

Gly, .Cys Gly He Arg Leu Pro Asn Pro Asp Thr Asp Leu Tyr Trp Phe 

195 200 205 

Thr Leu Tyr Gin Phe Phe Leu Ala Phe Ala Leu Pro Phe Val Val He 
■ 210 215 220 
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Thr Ala Ala Tyr Val L'ys He Leu Gin Arg Met Thr Ser Ser Val Ala 
225 230 235 240 

Pro Ala Ser Gin Arg Siir He Arg Leu Arg Thr Lys Arg Val Thr Arg 

245:..' 250 255 

Thr Ala He Ala He Cys Leu Val Phe Phe Val Cys Trp Ala Pro Tyr 

260 ••' 265 270 

Tyr Val Leu Gin Leu Thr Gin Leu Ser He Ser Arg Pro Thr Leu Thr 

275 280 285 

Phe Val Tyr Leu Tyr Asri Ala Ala He Ser Leu Gly Tyr Ala Asn Ser 

• 290 ■ 295 300 

Cys Leu Asn Pro Phe Val Tyr He Val Leu Cys Glu Thr Phe Arg Lys 
305 310 315 320 

Arg Leu Val Leu Ser Val Lys Pro Ala Ala Gin Gly Gin Leu Arg Thr 

325 330 335 
Var Ser. Asn. Ala Gin Thr Ala Asp Glu Glu Arg Thr Glu Ser Lys Gly 

\V • .■ 340 345 350 

Th-r . • 

<2i:o>' i 

<211> 1074 

<2i2> DNA ^ / 

<2fe>i:Rat v- 
<4Q,0>'4 ^ ■■■■ 

GTCGACATGG ATCTGCAAAC ' CTCGTTGCTG TCCACTGGCC CCAATGCCAG CAACATCTCC 60 
GATGGCCAGG ATAATCTCAC ATTGCCGGGG TCACCTCCTC GCACAGGGAG TGTCTCCTAC 120 
ATCAACATCA TTATGCCTTC CGTGTTTGGT ACCATCTGTC TCCTGGGCAT CGTGGGAAAC 180 
TCQACGGTCA TCTTTGCTGT GGTGAAGAAG TCCAAGCTAC ACTGGTGCAG CAACGTCCCC 240 
GACATCTTCA TCATCAACCr CtCTGTGGTG GATCTGCTCT TCCTGCTGGG CATGCCTTTC 300 
ATGATGCACC AGCTCATGGG.;GAACGGCGTC TGGCACTTTG GGGAAACCAT GTGCACCCTC 360 
AT.CACAGCCA TGGACGCCM CAGTCAGTTC ACTAGCACCT ACATCCTGAC TGCCATGACC 420 
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ATTGAC-CGCT ACTTGGCCAC CGTCCACCCC ATCTCCTCCA CCAAGTTCCG GAAGCCCTCC 480 

ATGGCCACCC TGGTGATCTG CCTCCTGTGG GCGCTCTCCT TCATCAGTAT CACCCCTGTG 540 

TGGCTCTACG CCAGGCTCAT TCCCTTCCCA GGGGGTGCTG TGGGCTGTGG CATCCGCCTG 600 

CCAAACCCGG ACACTGACCT CTACTGGTTC ACTCTGTACC AGTTTTTCCT GGCCTTTGCC 660 

CTTCCGTTTG TGGTCATTAC CGCCGCATAC GTGAAAATAC TACAGCGCAT GACGTCTTCG 720 

GTGGCCCCAG CCTCCCAACG CAGCATCCGG CTTCGGACAA AGAGGGTGAC CCGCACGGCC 780 

ATTGCCATCT GTCTGGTCTT CTTTGTGTGC TGGGCACCCT ACTATGTGCT GCAGCTGACC 840 

CAGCTGTCCA TCAGCCGCCC;GACCCTCACG TTTGTCTACT TGTACAACGC GGCCATCAGC 900 

TTGGGCTATG CTAACAGCTG CCTGAACCCC TTTGTGTACA TAGTGCTCTG TGAGACCTTT 960 

CGAA'AACGCT TGGTGTTGTC AGTGAAGCCT GCAGCCCAGG GGCAGCTCCG CACGGTCAGC 1020 

AACGCTCAGA CAGCTGATGA GGAGAGGACA GAAAGCAAAG GCACCTGAAC TAGT 1074 
<2:i0> 5 
<2il> 262 
<212> RNA 
<2lS> Rat 
<4^0> 5 

GCGAAUUGGG.UACCGGGCCC CCCCUCGAGG UCGACGGUAU CGAUAAGCUU GAUAUCGAAU 60 

UCCUGCAGCC CGGGGGAUCC GCCCACUAGU UCAGGUGCCU UUGCUUUCIJG UCCUCUCCUC 120 

AUGAGCUGUC UGAGCGUUGC"UGACCGUGCG GAGCUGCCCC UGGGCUGCAG GCUUCACUGA 180 

CAACACCAAG CGUUUUCGAA AGGUCUCACA GAGCACUAUG UACACAAAGG GGUUCAGGCA 240 

' GCUGtiUAGCA UAGCCCAAGC .UG 262 
<210> 6 . .■ 

<2 i i:> 18 ■ , . . • 

<2.I.;2> DNA 

<2i3> Artificial Sequence 

<22b> 

<223>. ■ 

<my; ^ ■ "■ -: 

CAACAGCTGC CTCAACCC 18 
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<2.1.0> 7 

t. 

<211> 18 
<212> DNA 

<21J> Artificial Sequence 

<220> 

<223> 

<40Cf>.7 

CCTGGTGATC TGCCTCCT 18 

<2jQ> 8 

<2-n> 1275 

<21-2). DNA 

<2.lX> Human 

<4p0> 8 

TAGGTGATGT CAGTGGGAGC -CATGAAGAAG 
GGCAGCGGCT GCCAGGCTAC GGAGGAAGAC 
GGT^CAAGGTG GCAGGCGCTG GAGGCTGCCG 
CGGXTGTGGG AGCAGGCGAC CGGCACTGGC 
AGtGGT.CCCA ACGCCAGCAA CACCTCTGAT 
CCfCCTCGCA CGGGGAGCATCTCCTACATC 
ATCTGCCTCC TGGGCATCAT ^CGGGAACTCC 
AAGCTGCACT GGTGCAACAA CGTCCCCGAC 
CTCeiCTTTC TCCTGGGCAT GCCCTTCATG 
CAQITTGGGG AGACCATGTG CACCCTCATC 
agc'acctaca TCCTGACCGC CATGGCCATT 
TCTTCCACGA AGTTCCGGAA GCCCTCTGTG 
CieTCCTTCA TCAGCATCAC CCCTGTGTGG 
GGTGCAGTGG GCTGCGGCAr-ACGCCTGCCC 
CXGTACCAGT. TTTTCCTGGC-CTTTGCCCTG 
AGGATCCTGC AGCGCATGAC GTCCTCAGTG 
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GGAGTGGGGA 


GGGCAGTTGG 


GCTTGGAGGC 


60 


CCCCTTCCCA 


ACTGCGGGGC 


TTGCGCTCCG 


120 


CAGCCTGCGT 


GGGTGGAGGG 


GAGCTCAGCT 


180 


TGGATGGACC 


TGGAAGCCTC 


GCTGCTGCCC 


240 


GGCCCCGATA 


ACCTCACTTC 


GGCAGGATCA 


300 


AACATCATCA 


TGCCTTCGGT 


GTTCGGCACC 


360 


ACGGTCATCT 


TCGCGGTCGT 


GAAGAAGTCC- 


420 


ATCTTCATCA 


TCAACCTCTC 


GGTAGTAGAT 


480 


ATCCACCAGC 


TCATGGGCAA 


TGGGGTGTGG 


540 


ACGGCCATGG 


ATGCCAATAG 


TCAGTTCACC 


600 


GACCGCTACC 


TGGCCACTGT 


CCACCCCATC 


660 


GCCACCCTGG 


TGATCTGCCT 


CCTGTGGGCC 


720 


CTGTATGCCA 


GACTCATCCC 


CTTCCCAGGA 


780 


AACCCAGACA 


CTGACCTCTA 


CTGGTTCACC 


840 


CCTTTTGTGG 


TCATCACAGC 


CGCATACGTG 


900 


GCCCCCGCCT 


CCCAGCGCAG 


CATCCGGCTG 


960 
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CGGACAAAGA GGGTGACCCG CACAGCCATC GCCATCTGTC TGGTCTTCTT TGTGTGCTGG 1020 
GCACCCTACT ATGTGCTACA GCTGACCCAG TTGTCCATCA GCCGCCCGAC CCTCACCTTT 1080 
GTCTACTTAT ACAATGCGQC CATCAGCTTG GGCTATGCCA ACAGCTGCCT CAACCCCTTT 1140 
GTGTACATCG TGCTCTGTGA . GACGTTCCGC AAACGCTTGG TCCTGTCGGT GAAGCCTGCA 1200 
GCCCAGGGGC AGCTTCGCGC TGTCAGCAAC GCTCAGACGG CTGACGAGGA GAGGACAGAA 1250 
AGCAAAGGCA CCTGA " 1275 
<210>-9 V- • 

<2U.> 422 
<2r2^-.PRT 
<2i3> Human 
<4fl0>. 9 

Mef-Ser Val Gly Ala MeT Lys Lys Gly Val Gly Arg Ala Val Gly Leu 

1 5 10 15 

Gly G!y Gly Ser Gly Cy$Gln Ala Thr Glu Glu Asp Pro Leu Pro Asn 

20 25 30 

Cy's Gly Ala Cys Ala Pro Gly Gin Gly Gly Arg Arg Trp Arg Leu Pro 

35 40 45 

Gin Pro Ala Trp Val Glu Gly Ser Ser Ala Arg Leu Trp Glu Gin Ala 

50 55 : 60 

Thr Gly Thr Gly Trp MeT Asp Leu Glu Ala Ser Leu Leu Pro Thr Gly 
65: 7Q'^ 75 80 

Pro Asn Ala Ser Asn Thr Ser Asp Gly Pro Asp Asn Leu Thr Ser Ala 

85 • 90 95 

Gly Ser Pro Pro Arg Thr Gly Ser He Ser Tyr He Asn He He MeT 

100 ■ 105 110 

PrO: Ser Val Phe Gly -Thr He Cys Leu Leu Gly He He Gly Asn Ser 

115 120 125 

Thr,Val He Phe Ala Val. Val Lys Lys Ser Lys Leu His Trp Cys Asn 
-■ISO 135 140 
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Asn Val Pro Asp He Phe He He Asn Leu Ser Val Val Asp Leu Leu 
145 150 155 160 

Phe Leu Leu Gly MeT Pro Phe MeT He His Gin Leu MeT Gly Asn Gly 

165 170 175 

Val. Trp His Phe Gly Glu Thr MeT Cys Thr Leu He Thr Ala MeT Asp 

180 185 190 

Al-a Asn Ser Gin Phe Th-r Ser Thr Tyr He Leu Thr Ala MeT Ala He 

195 200 205 

Asp Arg Tyr Leu Ala Thr Val His Pro He Ser Ser Thr Lys Phe Arg 

210 215 220 

Lys Pro Ser Val Ala Thr Leu Val He Cys Leu Leu Trp Ala Leu Ser 
225 • 230 235 240 

Phe *i.le Ser He Thr Pro Val Trp Leu Tyr Ala Arg Leu He Pro Phe 

245 ..: 250 255 

Pro t'i.y Gly Ala Val Gly Cys Gly He Arg Leu Pro Asn Pro Asp Thr 

260 265 270 

Asp. Leu. Tyr Trp Phe Thr Leu Tyr Gin Phe Phe Leu Ala Phe Ala Leu 

, .. 275 f : 280 285 

Pro, Phe Val Val He Thi^ Ala Ala Tyr Val Arg He Leu Gin Arg MeT 

.,"290 .".295 300 

Thr Ser Ser Val Ala Pro Ala Ser Gin Arg Ser He Arg Leu Arg Thr 
305' 31,0 315 320 

Lys Arg Val Thr Arg Thr Ala He Ala He Cys Leu Val Phe Phe Val 

325 330 . 335 

Cys Trp Ala Pro Tyr Ty¥ Val Leu Gin Leu Thr Gin Leu Ser He Ser 

340 / '. . 345 350 

Arg Pro Thr Leu Thr P^e, Val Tyr Leu Tyr Asn Ala Ala He Ser Leu 

■i . 355 .■ •.; . 360 365 

Glf:.Tyr Ala Asn Ser Cys Leu Asn Pro Phe Val Tyr He Val Leu Cys 
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370 375 380 

Glu Thr Phe Arg Lys Arg Leu Val Leu Ser Val Lys Pro Ala Ala Gin 
385 390 395 400 

Gly Gin Leu Arg Ala V.al Ser Asn Ala Gin Thr Ala Asp Glu Glu Arg 

405 410 415 

Thr. Glu Ser Lys Gly Thr 
420 

<210> 10 

<2ii> 31 ••; 

<2r2>DNA 

<213> Artificial Sequence 

<220> 

<223> 

<400> 10 

GTCGACATGG ACCTGGAAGC CTCGCTGCTG C 31 
<2.10> 11 ., ■ . 

<21 1> 31 
<21-2> DNA 

<213> Arti ficial Sequence 
<2'20> ■ . ■ 
<223> 
<4p0> 11 

ACTAGTTCAG GTGCCTTTGC TTTCTGTCCT C 31 
<2jO> 12 . 

<2ri> 33 .. 
<2i2> DNA 

<2'l-3> Artificial Sequence 

<220>. 

<223> 
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<.40Q> 12 

AGTCGACATG TCAGTGGGAG. CCATGAAGAA GGG 33 
<2,10> 13 
<211> 33 
<212> DNA 

<2-'l3^ Artificial Sequence 
<2*20> 
.<223> 
<460> 13 

AACf.AGTTCA GGTGCCTTTG CTTTCTGTCC TCT 33 

<2io> 14 

<-211>:i074 

<?1;2> DNA 

<2j.3>';Human 

aOO> 14 



GTCCAGATGG 


ACCTGGAAGC CTCGCTGCTG 


CCCACTGGTC 


CCAACGCCAG 


CAACACCTCT 


60 


GATGGCCCCG 


ATAACCTCAC nCGGCAGGA 


TCACCTCCTC 


GCACGGGGAG 


CATCTCCTAC 


120 


AtCAACATCA 


TCATGCCTTC GGTGTTCGGC 


ACCATCTGCC 


TCCTGGGCAT 


CATCGGGAAC 


180 


TCCACGGTCA 


TCTTCGCGGT CGTGAAGAAG 


TCCAAGCTGC 


ACTGGTGCAA 


CAACGTCCCC 


240 


GACATCTTCA 


TCATCAACCT CTCGGTAGTA 


GATCTCCTCT 


TTCTCCTGGG 


CATGCCCTTC 


300 


AT.GATCCACC 


AGCTCATGGG CAATGGGGTG 


TGGCACTTTG 


GGGAGACCAT 


GTGCACCCTC 


360 


ATCACGGCCA 


TGGATGCCAA TAGTCAGTTC 


ACCAGCACCT 


ACATCCTGAC 


CGCCATGGCC 


420 


ATTGACCGCT 


ACCTGGCCAC TGTCCACCCC 


ATCTCTTCCA 


CGAAGTTCCG 


GAAGCCCTCT 


480 


GTGGCCACCC 


TGGTGATCTG CCTCCTGTGG 


GCCCTCTCCT 


TCATCAGCAT 


CACCCCTGTG 


540 


TGGCTGTATG 


CCAGACTCAT CCCCTTCCCA 


GGAGGTGCAG 


TGGGCTGCGG 


CATACGCCTG 


600 


CC€AACCCAG 


ACACTGACCT CTACTGGTTC 


ACCCTGTACC 


AGTTTTTCCT 


GGCCTTTGCC 


660 


CTGCCTTTTG 


TGGTCATCAC AGCCGCATAC 


GTGAGGATCC 


TGCAGCGCAT 


GACGTCCTCA 


720 


GTGGCCCCCG 


CCTCCCAGCG CAGCATCCGG 


CTGCGGACAA 


AGAGGGTGAC 


CCGCACAGCC 


780 


ATCGCCATCT 


GTCTGGTCTT eXTTGTGTGC 


TGGGCACCCT 


ACTATGTGCT 


ACAGCTGACC 


840 
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CAGTTGTCCA TCAGCCGCCC GACCCTCACC TTTGTCTACT TATACAATGC GGCCATCAGC 900 
TTGGGCTATG CCAACAGCTG CCTCAACCCC TTTGTGTACA TCGTGCTCTG TGAGACGTTC 960 
CGCAAACGCT TGGTCCTGTC GGTGAAGCCT GCAGCCCAGG GGCAGCTTCG CGCTGTCAGC 1020 
AACGCTCAGA CGGCTGACGA GGAGAGGACA GAAAGCAAAG GCACCTGAAC TAGT 1074 
<210> 15 
<2il> 1283 
<21-.2> DNA 
<213>, Human 
<m> 15 



AGTCGACATG 


TCAGTGGGAG CCATGAAGAA 


GGGAGTGGGG 


AGGGCAGTTG 


GGCTTGGAGG 


60 


CGGCAGCGGC 


TGCCAGGCTA CGGAGGAAGA 


CCCCCTTCCC 


AACTGCGGGG 


CTTGCGCTCG 


120 


GGGA.CAAGGT 


GGCAGGCGCT GGAGGCTGCC 


GCAGCCTGCG 


TGGGTGGAGG 


GGAGCTCAGC 


180 


TCGGTTGtGG 


GAGCAGGCGA CCGGCACTGG 


CTGGATGGAC 


CTGGAAGCCT 


CGCTGCTGCC 


240 


CACTGGTCCC 


AACGCCAGCA.4CACCTCTGA 


TGGCCCCGAT 


AACCTCACTT 


CGGCAGGATC 


300 


ACCldCTCGC 


ACGGGGAGCA TCTCCTACAT 


CAACATCATC 


ATGCCTTCGG 


TGTTCGGCAC 


360 


CATCTGCCTC 


CTGGGCATCA TCGGGAACTC 


CACGGTCATC 


TTCGCGGTCG 


TGAAGAAGTC 


420 


CAAGpTGCAC 


TGGTGCAACA ACGTCCCCGA 


CATCTTCATC 


ATCAACCTCT 


CGGTAGTAGA 


480 


TCTCCTCTTT 


CTCCTGGGCA TGCCCTTCAT 


GATCCACCAG 


CTCATGGGCA 


ATGGGGTGTG 


540 


GCACTTTGGG 


GAGACCATGT GCACCCTCAT 


CACGGCCATG 


GATGCCAATA 


GTCAGTTCAC 


600 


CAGCACCTAC 


ATCCTGACCG CCATGGCCAT 


TGACCGCTAC 


CTGGCCACTG 


TCCACCCCAT 


660 


CT'CTtCCACG 


AAGTTCCGGA.AGCCCTCTGT 


GGCCACCCTG 


GTGATCTGCC 


TCCTGTGGGC 


720 


CCTCTCCTTC 


ATCAGCATCA-iCCCCTGTGTG 


GCTGTATGCC 


AGACTCATCC 


CCTTCCCAGG 


780 


AGGTGGAGTG 


GGCTGCGGCA TACGCCTGCC 


CAACCCAGAC 


ACTGACCTCT 


ACTGGTTCAC 


840 


CCTGTACCAG 


TTTTTCCTGG GCTTTGCCCT 


GCCTTTTGTG 


GTCATCACAG 


CCGCATACGT 


900 


GAGGATCCTG 


CAGCGCATGA CGTCCTCAGT 


GGCCCCCGCC 


TCCCAGCGCA 


GCATCCGGCT 


960 


GCGGACAAAG 


AGGGTGACCC^GCACAGCCAT 


CGCCATCTGT 


CTGGTCTTCT 


TTGTGTGCTG 1020 


GGeACCCTAG 


tatgtgctac Igctgaccca 


GTTGTCCATC 


AGCCGCCCGA 


CCCTCACCTT 


1080 


TGi'CTACTTA 


TACAATGCGG .eCATCAGCTT 


GGGCTATGCC 


AACAGCTGCC 


TCAACCCCTT 


1140 


tg^Ig'tacatc 


gtgctctgtg •agacgttccg 


CAAACGCTTG 


GTCCTGTCGG 


TGAAGCCTGC 


1200 
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A6C.CCAGGGG CAGCTTCGCG CTGTCAGCAA CGCTCAGACG GCTGACGAGG AGAGGACAGA 1260 

AAGCAAAGGC ACCTGAACTA GTT • 1.283 

<210> 16 ..V . 

<2H> 420 

<2i'2> RNA 

<2.13> Human 

<4gO> 16 

CAAAAGCUGG AGCUCCACCG CGGUGGCGGC CGCUCUAGCC CACUAGUUCA GGUGCCUUUG 60 
CUUUCUGUCC UCUCCUCGUC AGCCGUCUGA GCGUUGCUGA CAGCGCGAAG GUGCCCCUGG 120 
GCUGCAGGCU UCACCGACAG GACCAAGCGU UUGCGGAACG UCUCACAGAG CACGAUGUAC 180 
ACAAAGGGGU UGAGGCAGCU GUUGGCAUAG CCCAAGCUGA UGGCCGCAUU GUAUAAGUAG 240 
ACAAAGGUGA GGGUCGGGCG GCUGAUGGAC AACUGGGUCA GCUGUAGCAC AUAGUAGGGU 300 
GCGeAGCACA CAAAGAAGAC CAGACAGAUG GCGAUGGCUG UGCGGGUCAC CCUCUUUGUC 360 
CGCAGCCGGA UGCUGCGCUGGGAGGCGGGG GCCACUGAGG ACGUCAUGCG CUGCAGGAUC 420 
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